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We claim: 



1 . A melhod of treating or inhibiting the growth of cancerous tumour cells and 
associated\iseases in a mammal in need thereof which comprises 
administering to said mammal an effective amount of a substituted 
triazolopyrimidine\£lerivative or a pharmaceutical^ acceptable salt thereof. 

2. The method accVding to Claim 1 wherein the substituted 
triazolopyrimidine derivative is a compound selected from those of the 
formula: 




wherein: 

R 1 is selected from the group consisting of halogen, aritoptionally substituted 
alkyl of 1 to 12 carbon atoms, optionally substituted alkeWl of 2 to 12 carbon 
atoms, optionally substituted alkynyl of 2 to 12 carbon atorW optionally 
substituted alkadienyl of 4 to 12 carbon atoms, alkoxy of 1 to^J2 carbon 
atoms, optionally substituted aryl of 6, 10 or 14 carbon atomsVCN, hydroxy, 
halogen, carbamoyl, carboxy, alkoxycarbonyl of 2 to 12 carbon atoms, 
heterocyclyl, optionally substituted bicycloalkyl of 5 to 10 carbon atoms, 
optionally substituted cycloalkyl of 3 to 8 carbon atoms in which oneV-CH 2 - 
may also be replaced by -O-, -S-, or -NR' where R' is H or an alkyl gfloup of 1 
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to 12 cart>on atoms, thiophene, optionally substituted cycloalkenyl of 5 to 10 
carbon atonis in which one -CH 2 - may also be replaced by -O-, -S-, or 
>-v ^ -NR' where \i is H or an alkyl group of 1 to 1 2 carbon atoms, -S-aryl of 6, 1 0 

If r or 14 carbon aWns, -S-alkyl of 1 to 1 2 carbon atoms, -S-cycloalkyl of 3 to 8 
carbon atoms, -sWenyl of 2 to 12 carbon atoms, -S0 2 aryl of 6, 1 0 or 14 
carbon atoms, -SO^vcloalkyl of 3 to 8 carbon atoms, -S0 2 alkyl of 1 to 12 
carbon atoms, -0-ary?W6, 10 or 14 carbon atoms, and the moiety -NR a R b ; 

R a is H, optionally substituted alkyl of 1 to 12 carbon atoms, optionally 
10 substituted alkenyl of 2 to 1 ^carbon atoms, optionally substituted alkynyl of 
„ 2 to 12 carbon atoms.optionallyVibstituted alkadienyl of 4 to 12 carbon 

£ atoms, optionally substituted cycWlkyl of 3 to 8 carbon atoms, in which one 

. 5 - -CH 2 - may also be replaced by -oVs-, or -NR' where R' is H or an alkyl 

2 group of 1 to 12 carbon atoms, optionally substituted cycloalkenyl of 5 to 10 

N| 15 carbon atoms, in which one -CH 2 - may also be replaced by -O-, -S-, or -NR' 
J 1 where R' is H or an alkyl group of 1 to 12 carbon atoms, optionally substituted 

2 bicycloalkyl of 5 to 10 carbon atoms, optionally substituted tricycloalkyl, 

fy haloalkyl of 1 to 10 carbon atoms, aryl of 6, 10^>r 14 carbon atoms, 

heterocyclyl, benzyl, optionally substituted benzV cycloalkyl of 3 to 8 carbon 
20 atoms or a 3- to 6-membered heterocyclyl ring, op^onally ortho-fused with an 
optionally substituted phenyl ring ; 




R b is H, an optionally substituted alkyl of 1 to 12 carbonYoms, optionally 
substituted alkenyl of 2 to 12 carbon atoms, optionally substituted alkynyl of 2 

25 to 12 carbon atoms, optionally substituted alkadienyl of 4 toVl2 carbon atoms, 
optionally substituted aryl of 6, 10 or 14 carbon atoms, optionally substituted 
bicycloalkyl of 5 to 10 carbon atoms, optionally substituted cycloalkyl of 3 to 
10 carbon atoms in which one -CH 2 - may also be replaced by -^h -S-, or 
-NR' where R' is H or an alkyl group of 1 to 12 carbon atoms, optionally 

30 substituted cycloalkenyl of 5 to 10 carbon atoms in which one -CH 2 Vnay also 
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b^replaced by-O-, -S-, or-NR' where R' is H or an alkyi group of 1 to 12 
carbbn atoms, -S-aryl of 6, 10 or 14 carbon atoms, -S-alkyl, -S-alkenyl, 
-S0 2 aryKof 6, 10 or 14 carbon atoms, -S0 2 cycloalkyl, -S0 2 alkyl, -O-aryl of 6, 
10 or 14 catoon atoms, heterocyclyl, benzyl, optionally substituted benzyl, 
cycloalkyl of 3**to 8 carbon atoms or a 3- to 6-membered heterocyclyl ring, 
optionally ortho-ffeised with an optionally substituted phenyl ring ; 



yy 



R a R b together with theHnitrogen atom to which each is attached represent an 
optionally substituted saturated or unsaturated heterocyclyl ring from 3 to 12 
10 ring atoms in which optionally, at least one -CH 2 - may optionally be 

replaced by -O-, -S-, or-NR^where R is H or an alkyl group of 1 to 12 carbon 
atoms, said saturated or unsaturated heterocyclyl ring may optionally be aryl 
or cycloalkyl fused; 

15 R 2 is H, optionally substituted alkyl of 12 carbon atoms, amino, hydroxy, 
alkylthio of 1 to 12 carbon atoms, cyano/^arbamoyl, optionally substituted 
alkoxy of 1 to 12 carbon atoms, optionally substituted cycloalkyl of 3 to 8 
carbon atoms, optionally substituted aryl of 0 or 14 carbon atoms, 
carboxy, alkoxycarbonyl of 2 to 12 carbon atoms^, aryloxy, benzyloxy, thienyl, 

20 heterocyclyl or halogen; 



R 3 is H, halogen, alkyl of 1 to 12 carbon atoms, alkoxytof 1 to 12 carbon 



atoms, aryloxy, -NR c R d , benzyloxy, aralkyloxy, haloalko^y of 1 to 12 carbon 
atoms, alkylthio of 1 to 12 carbon atoms, heterocyclyl, arylWdroxy, 
25 carbamoyl, carboxy, alkoxycarbonyl of 2 to 12 carbon atoms^yano, amino, 
alkylamino of 1 to 12 carbon atoms, dialkylamino of 1 to 12 carbon atoms, or 
-N 3 ; 



R c is H, amino, optionally substituted alkyl of 1 to 12 carbon atoms, hbloalkyl 
30 of 1 to 10 carbon atoms, optionally substituted alkenyl of 2 to 12 carbon^ 
atoms, optionally substituted alkynyl of 2 to 12 carbon atoms, optionally 
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substituted alkadienyl of 4 to 12 carbon atoms, optionally substituted 
cycloalkyl of 3 to 10 carbon atoms, in which one -CH 2 - may also be 
replaced by AO-, -S-, or -NR where R is H or an alkyl group of 1 to 12 carbon 
atoms optionally substituted cycloalkenyl of 5 to 10 carbon atoms, in which 
one -CH 2 - ma^also be replaced by -O-, -S-, or -NR where R is H or an 
alkyl group of 1 to T£ carbon atoms optionally substituted bicycloalkyl of 5 to 
10 carbon atoms, aryl of 6, 10 or 14 carbon atoms, benzyl , optionally 
substituted benzyl, or neterocyclyl; 



10 R is H, amino, optionally substituted alkyl of 1 to 12 carbon atoms, haloalkyl 
of 1 to 10 carbon atoms, optionally substituted alkenyl of 2 to 12 carbon 
atoms, optionally substituted alkynyl of 2 to 12 carbon atoms, optionally 
substituted alkadienyl of 4 to 12\arbon atoms, optionally substituted 
cycloalkyl of 3 to 10 carbon atoms^in which one -CH 2 - may also be 
15 replaced by -O-, -S-, or-NR wher^R is H or an alkyl group of 1 to 12 carbon 
atoms optionally substituted cycloalkeWl of 5 to 10 carbon atoms, in which 
one -CH 2 - may also be replaced by -Or, -S-, or -NR where R is H or an 



alkyl group of 1 to 12 carbon atoms optionally substituted bicycloalkyl of 5 to 
10 carbon atoms, aryl of 6, 10 or 14 carbon ^toms, benzyl , optionally 
20 substituted benzyl, or heterocyclyl; 




R c R d together with the nitrogen atom to which eac^ns attached represent an 

optionally substituted heterocyclyl ring from 3 to 8 ring atoms optionally 

\ 

substituted in which one -CH 2 - may also be replaced by -O-, -S-, or -NR' 
25 where R' is H or alkyl of 1 to 12 carbon atoms; 




R 4 is H, optionally substituted alkyl of 1 to 12 carbon atoms, Optionally 
substituted alkoxy of 1 to 12 carbon atoms, amino, alkyl amino^of 1 to 12 
carbon atoms, dialkylamino of 1 to 12 carbon atoms, alkylthio of V to 12 
30 carbon atoms, halogen, cyano, carboxy, alkoxycarbonyl of 2 to 12 carbon 
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atomsNheterocyclyl, halogen, carbamoyl, optionally substituted aryl of 6, 10 or 
14 carbofe atoms, or -CF 3 ; 
( 1 -^J P rovided *\ t when: a ) r1 is diethylamino, R 3 is chloro, R 4 is hydrogen, R 2 is 
Jrx\o\ 4-trifluordmethylphenyl, 3,4-dichlorophenyl, 4-chlorophenyl, 3-chloro-4- 
5 methoxyphenykb) R 1 is diethylamino, R 3 is bromo, R 4 is hydrogen, R 2 is not 
4-trifluoromethylphenyl; c) R 1 is isopropylamino, R 3 is chloro, R 4 is hydrogen, 
R 2 is not 2-benzyloWhenyl or 3,4,5-trimethoxyphenyl; d) R 1 is 
cyclopentylamino, R^s chloro, R 4 is hydrogen, R 2 is not 3,4,5- 
trimethoxyphenyl, 2-naWhyl or 2-stilbene; e) R 1 is 2-amino- 
10 bicyclo(2.2.1.)heptyl, R 3 ikchloro, R 4 is hydrogen, R 2 is not 3,4,5- 
trimethoxyphenyl and f) kUs diethylamino, R 3 is chloro, R 4 is hydrogen, R 2 is 
not 4-trifluoromethylphenyl and g) R 1 is 1 ,1 ,1-trifluoroethoxy, R 3 is chloro, R 4 
is hydrogen, R 2 is not 2-chloro-&fluorophenyl h) R 1 is -S0 2 ethyl or 
-S0 2 cyclopentyl, R 3 is chloro, R 4 ib hydrogen, R 2 is not 2-chloro-6- 
15 fluorophenyl; i) R 4 is hydrogen, R 2 is^2-chloro-6-fluorophenyl, R 1 and R 3 are 
not 1 ,2,4-triazole; j) R 1 is cyclohexyl, V is hydrogen, R 2 is 2,4,6- 
trifluorophenyl, and R 3 is not -OCH 2 0 2 C(CH 3 )3 ; k) R 1 is 2-thienyl, R 4 

is ethyl, R 3 is hydrogen and R 2 is not 2-nWthoxyphenyl, 4-methoxyphenyl, and 
4-trifluorophenyl; I) R 2 is phenyl, R 3 is chlor^, R 4 is hydrogen R 1 is not 
20 (2E)-3,7-dimethyl-2,6-octadienyl 

or a pharmaceutically acceptable salt thereof. 

3. The method according to claim 2 wherein 

R 1 is selected from the group consisting of an optionally substituted alkyl of 1 
25 to 12 carbon atoms, optionally substituted alkenyl of 2 carbon atoms, 
optionally substituted alkynyl of 2 to 12 carbon atoms, optionally substituted 
alkadienyl of 4 to 12 carbon atoms, optionally substituted aryl of 6, 10 or 14 
carbon atoms, optionally substituted bicycloalkyl of 5 to 10 carbon atoms, 
optionally substituted cycloalkyl of 3 to 8 carbon atoms in which^one -CH 2 - 
30 may also be replaced by -O-, -S-, or -NR' where R' is H or an alk^ group of 1 
to 12 carbon atoms, optionally substituted cycloalkenyl of 5 to 10 carbon 
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atoms in wnich one -CH 2 - may also be replaced by -O-, -S-, or-NR' where 
R' is H or anSrtkyl group of 1 to 12 carbon atoms, -S-aryl of 6, 10 or 14 carbon 
atoms, -S-alkylW 1 to 12 carbon atoms, -S-alkenyl of 2 to 12 carbon atoms, 
-S0 2 aryl of 6, 1u\r 14 carbon atoms, -S0 2 cycloalkyl of 3 to 8 carbon atoms, 
-S0 2 alkyl of 1 to 12\carbon atoms, -O-aryl of 6, 10 or 14 carbon atoms, and 
the moiety -NR a R b \r a pharmaceutically acceptable salt thereof is 
administered. 



4. The method according h> claim 2 wherein R a and R b each independently 
10 represent the moiety -C*H(R^)(R f ) where R e and R f independently represent 
an optionally halo-substituted alkyl group of 1 to 12 carbon atoms where C* 
represents the (R) or (S) isomer \ a pharmaceutically acceptable salt thereof 
is administered. 

15 5. The method according to claim 2 wherein R 2 is optionally substituted aryl of 
6, 10 or 14 carbon atoms, aryloxy, thienykbenzyloxy, heterocyclyl or halogen 
or a pharmaceutically acceptable salt thereof is administered. 



6. The method according to claim 2 wherein R^s halogen, alkyl of 1 to 12 
20 carbon atoms, alkoxy of 1 to 12 carbon atoms, ai^oxy, -NR c R d , benzyloxy, 

aralkyloxy, haloalkoxy of 1 to 12 carbon atoms, alkytUiio of 1 to 12 carbon 
atoms, hydroxy, cyano, amino, alkylamino of 1 to 12 carbon atoms, 
dialkylamino of 1 to 12 carbon atoms, or -N 3 or a pharmaceutical^ acceptable 
salt thereof is administered. 

25 

7. The method according to claim 2 wherein R 4 is H, optionally^ubstituted 
alkyl of 1 to 12 carbon atoms, optionally substituted alkoxy of 1 to 12 carbon 
atoms, amino, alkyl amino of 1 to 12 carbon atoms, dialkylamino of^d to 12 
carbon atoms, -CF 3 or a pharmaceutically acceptable salt thereof is 

30 administered. 
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8. The metltod according to claim 2 wherein R 1 is selected from the group 
consisting ofSan optionally substituted alkyl of 1 to 12 carbon atoms, optionally 
substituted alkanyl of 2 to 12 carbon atoms, optionally substituted alkynyl of 2 
to 12 carbon atortas, optionally substituted alkadienyl of 4 to 12 carbon atoms, 
5 optionally substituted aryl of 6, 10 or 14 carbon atoms, optionally substituted 
bicycloalkyl of 5 to 1Q. carbon atoms, optionally substituted cycloalkyl of 3 to 8 
carbon atoms in whichNone -CH 2 - may also be replaced by -O-, -S-, or-NR' 
where R' is H or an alkyKgroup of 1 to 12 carbon atoms, optionally substituted 
cycloalkenyl of 5 to 10 calibon atoms in which one -CH 2 - may also be 
10 replaced by -O-, -S-, or -NR/ where R' is H or an alkyl group of 1 to 12 

carbon atoms, -S-aryl of 6, 10W 14 carbon atoms, -S-alkyl of 1 to 12 carbon 
atoms, -S-alkenyl of 2 to 12 carbon atoms, -S0 2 aryl of 6, 10 or 14 carbon 
atoms, -S0 2 cycloalkyl of 3 to 8 c\rbon atoms, -S0 2 alkyl of 1 to 12 carbon 
atoms, -O-aryl of 6, 10 or 14 carboTn atoms, and the moiety -NR a R b wherein 
15 R a R b are optionally taken together with the nitrogen to which each is attached 

\ 

or a pharmaceutical^ acceptable salt thereof is administered. 
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9. The method according to claim 2 wherein R 2 is optionally substituted aryl 
of 6, 10 or 14 carbon atoms or heterocyclylW a pharmaceutical^ acceptable 

20 salt thereof is administered. 

10. The method according to claim 2 wherein R^ms halogen, alkoxy of 1 to 12 
carbon atoms, -NR°R d , haloalkoxy of 1 to 12 carbon atoms, alkylthio of 1 to 



12 carbon atoms, cyano, amino, alkylamino of 1 to xl2 carbon atoms, 
25 dialkylamino of 1 to 1 2 carbon atoms, or -N 3 or a pharmaceutical^ acceptable 
salt thereof is administered. 

11. The method according to claim 2 wherein R 4 is H, optionally substituted 
alkyl of 1 to 12 carbon atoms, amino, alkyl amino of 1 to 12 <^arbon atoms, 
30 dialkylamino of 1 to 12 carbon atoms, -CF 3 or a pharmaceutical acceptable 
salt thereof is administered. 
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12.Vhe method according to claim 2 wherein R 1 is selected from the group 
/) .5 consisVig of an optionally substituted alkyl of 1 to 12 carbon atoms, optionally 

substituted cycloalkyl of 3 to 8 carbon atoms in which one -CH 2 - may also be 
5 replaced bV-O-, -S-, or -NR' where R' is H or an alkyl group of 1 to 12 

carbon atomV optionally substituted cycloalkenyl of 5 to 10 carbon atoms in 
which one -ClV may also be replaced by -O-, -S-, or -NR' where R' is H or 
an alkyl group of\ to 12 carbon atoms, -S-aryl of 6, 10 or 14 carbon 
atoms,-S-alkyl of l\o 1 2 carbon atoms, -S-alkenyl of 2 to 1 2 carbon 
10 atoms,-S0 2 aryl of 6,V) or 14 carbon atoms, -S0 2 cycloalkyl of 5 to 10 carbon 
3 atoms, -S0 2 alkyl of 1 toVI2 carbon atoms, and the moiety -NR a R b wherein 

5 R a R b are optionally taken -together with the nitrogen to which each is attached 

or a pharmaceutically acceptable salt thereof is administered. 



15 13. The method according to claim 2 wherein R 2 is optionally substituted aryl 
of 6, 10 or 14 carbon atoms or a pharmaceutically acceptable salt thereof is 



n 



administered. 




14. The method according to claim 2 wherein R 3 is halogen, alkoxy of 1 to 12 
^ 20 carbon atoms, -NR°R d , haloalkoxy of 1 ta 1 2 carbon atoms, alkylthio of 1 to 
12 carbon atoms, cyano, or -N 3 or a pharmaceutically acceptable salt thereof 
is administered. 




15. The method according to claim 2 wherein R\is H or a pharmaceutically 
25 acceptable salt thereof is administered. 

16. The method according to claim 2 wherein R 1 is selected from the group 
consisting of an optionally substituted cycloalkyl of 3 to 8^earbon atoms in 
which one -CH 2 - may also be replaced by -O-, -S-, or -Nowhere R* is H or 

30 an alkyl group of 1 to 12 carbon atoms, optionally substituted^cycloalkenyl of 
5 to 10 carbon atoms in which one -CH 2 - may also be replaceraby -O-, -S-, 
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5h^~NR' where R' is H or an alkyl group of 1 to 12 carbon atoms, -S-aryl of 6, 
10 dK14 carbon atoms, -S-aikyl of 1 to 12 carbon atoms, -S-alkenyl of 2 to 12 
carbor\toms, -S0 2 aryl of 6, 10 or 14 carbon atoms, -S0 2 cycloalkyl of 3 to 8 
carbon at^ris, -S0 2 alkyi of 1 to 12 carbon atoms, and the moiety -NR a R b 
wherein R a R*\are optionally taken together with the nitrogen to which each is 
attached; R 2 isWionally substituted phenyl; R 3 is halogen, alkoxy of 1 to 12 
carbon atoms, -NR?R d , haloalkoxy of 1 to 12 carbon atoms, alkylthio of 1 to 
12 carbon atoms, cy^io, or -N 3 ; R 4 is H or a pharmaceutical^ acceptable salt 
thereof is administered^ 



17. The method according tb claim 2 wherein R 1 is the moiety -NR a R b 
wherein R a R b are optionally taRen together with the nitrogen to which each is 
attached; R 2 is optionally substitked phenyl; R 3 is halogen, alkoxy of 1 to 12 
carbon atoms, -NR c R d , haloalkoxyW 1 to 12 carbon atoms, alkylthio of 1 to 

15 12 carbon atoms, cyano, or -N 3 ; R 4 is\H or a pharmaceutical^ acceptable salt 
thereof is administered. 

18. The method according to claim 2 whereh^l R 1 is the moiety -NR a R b 
wherein R a R b are optionally taken together witf\the nitrogen to which each is 

20 attached; 

R 2 is optionally substituted phenyl; 

R 3 is halogen, alkoxy, -NR°R d , haloalkoxy of 1 to 12 x G|irbon atoms, alkylthio 
of 1 to 12 carbon atoms, cyano, or -N 3 ; 
R 4 is H; . 

25 R a is H, optionally substituted alkyl of 1 to 12 carbon atoms>optionally 

substituted alkenyi of 2 to 12 carbon atoms, optionally substituted alkadienyl 
of 4 to 12 carbon atoms, optionally substituted cycloalkyl of 3 t&8 carbon 
atoms, in which one -CH 2 - may also be replaced by-O-, -S-, or-^NR' where 
R' is H or an alkyl group of 1 to 12 carbon atoms, optionally substituted 

30 cycloalkenyl of 5 to 10 carbon atoms, in which one -CH 2 - may also b^ 
replaced by-O-, -S-, or-NR' where R* is H or an alkyl group of 1 to 12 
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|rbon atoms, haloalkyl of 1 to 10 carbon atoms, aryl of 6, 10 or 14 carbon 
atoms, heterocyclyl, benzyl, optionally substituted benzyl; R b is H, an 
optionally substituted alkyl of 1 to 12 carbon atoms, optionally substituted 
alkenyl of2 to 12 carbon atoms, optionally substituted alkadienyl of 4 to 12 
5 carbon atorn^, optionally substituted aryl of 6, 10 or 14 carbon atoms, 
optionally substituted cycloalkyl of 3 to 8 carbon atoms in which one -CH 2 - 
may also be replaced by -O-, -S-, or -NR' where R' is H or an alkyl group of 1 
to 12 carbon atoms/^ptionally substituted cycloalkenyl of 5 to 10 carbon 
atoms in which one -CNb- may also be replaced by -O-, -S-, or -NR' where 
10 R' is H or an alkyl group oil to 12 carbon atoms, -S-aryl of 6, 10 or 14 carbon 
atoms, -S-alkyl of 1 to 12 carbon atoms, -S-alkenyl of 2 to 12 carbon atoms, 
-S0 2 aryl of 6, 10 or 14 carbonatoms, -S0 2 cycloalkyl of 3 to8 carbon atoms, 
-S0 2 alkyl of 1 to 12 carbon atoms^-O-aryl of 6, 10 or 14 carbon atoms; 
R a R b together with the nitrogen atorr^to which each is attached represent an 
15 optionally substituted saturated or unsaturated heterocyclyl ring from 3 to 12 
ring atoms in which optionally, at least ohe -CH 2 - may also be replaced by 
-O-, -S-, or -NR where R is H or an alkyl gfoxip of 2 to 12 carbon atoms, said 
saturated or unsaturated heterocyclyl ring mayspptionally be aryl or cycloalkyl 



fused; 




R c is H, amino, optionally substituted alkyl of 1 to 12 carbon atoms, haloalkyl 

\ 

of 1 to 10 carbon atoms, optionally substituted alkenyl o^ to 12 carbon 
atoms, optionally substituted alkadienyl of 4 to 12 carbon atoms, optionally 
substituted cycloalkyl of 3 to 8 carbon atoms, in which one >^CH 2 - may also 

25 be replaced by -O-, -S-, or -NR where R is H or an alkyl group^of 1 to 12 
carbon atoms optionally substituted cycloalkenyl of 5 to 10 carbora^atoms, in 
which one -CH 2 - may also be replaced by -O-, -S-, or -NR where^R is H or 
an alkyl group of 1 to 12 carbon atoms optionally substituted bicycloalkyl of 5 
to 10 carbon atoms, aryl of 6, 10 or 14 carbon atoms, benzyl , optionally 

30 substituted benzyl, or heterocyclyl; 
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sd is H, amino, optionally substituted alkyl of 1 to 12 carbon atoms, haloalkyi 
of tHq 10 carbon atoms, optionally substituted alkenyl of 2 to 12 carbon 
atoms,\ptionally substituted alkadienyl of 4 to 12 carbon atoms, optionally 
substitutea\cycloalkyl of 3 to 10 carbon atoms, in which one -CH 2 - may also 
be replaced dW-O-, -S-, or -NR where R is H or an alkyl group of 1 to 12 
carbon atoms optbnally substituted cycloalkenyl of 5 to 10 carbon atoms, in 
which one -CH 2 - ri^ay also be replaced by -O-, -S-, or -NR where R is H or 
an alkyl group of 1 to T2 carbon atoms optionally substituted bicycloalkyl of 5 
to 10 carbon atoms, aryl of 6, 10 or 14 carbon atoms, benzyl , optionally 
substituted benzyl, heterocy&M; 

R c R d together with the nitrogematom to which each is attached represent an 
optionally substituted heterocyclyNring from 3 to 8 ring atoms optionally 
substituted in which one -CH 2 - may^also be replaced by -O-, -S-, or-NR' 
where R' is H or alkyl of 2 to 20 carbon^-rtoms or a pharmaceutical^ 
acceptable salt thereof is administered. 



20 



19. The method according to claim 2 wherein T^" is the moiety ™NR a R b 
wherein R a R b are optionally taken together with th^ nitrogen to which each is 
attached; 

R 2 is selected from 
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(CH 2 ) 2 0(CH 2 ) 2 OH 



CH 2 CH 2 F 
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5 R 3 is halogen, alkoxy, -NR c R d , haloalkoxy of 1 fb12 carbon atoms, alkylthio 
of 1 to12 carbon atoms, cyano, or -N 3 ; \ 
R 4 is H or a pharmaceutically acceptable salt thereofus administered. 



20. The method according to claim 2 wherein R 1 is the motety -NR a R b 
10 wherein R a R b are optionally taken together with the nitrogen^ which each is 
attached and wherein R 1 is selected from 
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,2 is optionally substituted phenyl; 

halogen, alkoxy of 1 to 12 carbon atoms, -NR°R d , haloalkoxy of 1 to 12 
atoms, alkylthio of 1 to 12 carbon atoms, cyano, or -N 3 ; 
R 4 is hW a pharmaceutical^ acceptable salt thereof is administered. 



21 . The metriWl according to claim 2 wherein R 1 is the moiety -NR a R b 
wherein R a R b are^ptionally taken together with the nitrogen to which each is 
attached and wherein R 1 is selected from 



5— N(C2H 5 ) 2 



X 



?-NH- 



3 V CH 3 P 




Ha 





N(CI-b)2 5-NHC2H5 




CH3 





r 



CH3 




CH3 
CH2 
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.is optionally substituted thienyl; 
R 3 isShalogen, alkoxy of 1 to 12 carbon atoms, -NR c R d , haloalkoxy of 1 to 12 
carbon\toms, alkylthio of 1 to 12 carbon atoms, cyano, or-N 3 ; 
R 4 is H oKa pharmaceutically acceptable salt thereof is administered. 

22. The metho\according to claim 2 wherein said compound selected from: 



7-(1 -azepanyl)-5-chlo\-6-phenyl[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 



ru 



10 5-chloro-6-(2,6-difluorophe\yl)-7-(4-methyl-1-piperidinyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-chloro-6-(4-methoxyphenyl)-7-(^peridinyl)[1,2,4]triazolo[1,5-a]pyrimidine; 



15 



5-chloro-6-(2-chloro-6-fluorophenyl)-7-(4rmethyl-1- 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

7-(1 -azepanyl)-5-chloro-6-(2-chloro-6-fluoroph"en^yl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-7-(2-methyl-1 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 



5-chloro-6-(2-chloro-6-fluorophenyl)-7-(4-thiomorpholinyl)[1,2\4]triazolo[1,5- 
25 a]pyrimidine; 
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methyl [[5-chloro-6-(2-chloro-6-fluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyn^nidin-7- 
yl](methyl)amino]acetate; 
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5-6hloro-6-(2-chloro-6-fluorophenyl)-N-(1 ,1 ,3,3- 
tetramethylbutyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

7-(1 -azepXyO-5-chloro-6-(4-methoxyphenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

7-(1 -azepanyl)-\(4-bromophenyl)-5-chloro[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5- chloro-7-(1 -piperhsjinyl)-6-[2-(trifluoromethyl)phenyl][1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

6- (4-tert-butylphehyl)-5-chlb^o-7-(4-methyl-1 -piperidinyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-chloro-6-(4-methoxyphenyl)-7-(4^Knethyl-1 -piperidinyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 




5- chloro-6-(4-methoxyphenyl)-7-(3-methyl\-piperidinyl)[1,2,4]triazolo[1,5- 
a]pyrimidine; 

6- (4-bromophenyl)-5-chloro-7-(3-methyl-1-piperidl^l)[1,2,4]triazolo[1,5- 
a]pyrimidine; 




5-chloro-6-(3,4-difluorophenyl)-7-(4-methyl-1-piperidinyl)[^2,4]triazolo[1,5- 
a]pyrimidine; 




5-chloro-6-(2,6-dichlorophenyl)-7-(2-methyl-1 -pyrrolidinyl)[1 ,2,4]t^azolo[1 ,5- 
a]pyrimidine; 

5-chloro-6-(2-chlorophenyl)-7-(2-methyl-1 -pyrrolidinyl)[1 ,2,4]triazolo[1 ,£ 
a]pyrimidine; 
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'-(1 -azepanyl)-5-chloro-6-(3-chloro-4-methoxyphenyl)[1 ,2,4]triazolo[1 ,5- 
ajpyrimidine; 

5-chlora^-(3-chloro-4-methoxyphenyl)-7-(4-methyl-1 - 
5 piperidinyWl ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(3-cK|pro-4-methoxyphenyl)-7-(2-methyi-1- 
piperidinyl)[1 ,2,4]^jazolo[1 ,5-a]pyrimidine; 

10 . 6-(4-tert-butylphenyl)-^hloro-7-(2-methyl-1-piperidinyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-chloro-7-(2-methyl-1-piperidiKyl)-6-[3- 
(trifluoromethyl)phenyl][1 ,2,4]triazblo[1 ,5-a]pyrimidine; 



15 



Diethyl 2-[6-(2,6-difluorophenyl)-5-ethdx v y[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7- 
yl]malonate; 




O 7-(azepanyl)-5-chloro-6-{2-chloro-6-nitrophen^l,}[1 ,2,4}triazolo[1 ,5- 

20 ajpyrimidine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-N-ethyl-N-(2-methyl-2- 

propenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 




5-chloro-6-(2-chloro-6-fluorophenyl)-N-(2,2,2- trifluoroethyty[1 ,2,4]triazolo[1 ,5- 
25 a]pyrimidin-7 -amine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-N-[(2,2-dichlorocyclopropyl)^iethyl]-N- 
methyl[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

30 1 -[5-chloro-6-(2-chloro-6-fluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-yl^3 
piperidinol; 
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^-bicyclo[2.2.1]hept-2-yl-5-chloro-6-(3-chloro-4- 
me%hoxyphenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro^-(2 ) 5-difluorophenyl)-N-dodecyl[1,2,4]triazolo[1,5-a]pyrimidin-7- 
5 amine; 

5-chloro-7-(4-me^iyl-1-piperidinyl)-6-(2,3,6- trifluorophenyl)[1 ,2,4]triazolo[1 ,5- 
ajpyrimidine; 

10 N-[5-chloro-6-(2,3,6-tri^»prophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-yl]-N- 
isopropylamine; 
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20 




5-chloro-N-ethyl-N-(2-methyl-2>propenyl)-6-(2,3,6- 
trifluorophenyl)[1 ,2,4]triazolo[1 ,5\]pyrimidin-7-amine; 



N-allyl-5-chloro-6-(2-chloro-6-fluoropffenyl)-N-(2-methyl-2- 

\ 

propenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7^amine; 



5-chloro-6-(2-chloro-6-fluorophenyl)[1,2,4]triazolo[1,5-a]pyrimidin-7-amine; 



5-chloro-6-(3-chloro-4-methoxyphenyl)-N-cycloheptyl[1 l 2,4]triazolo[1,5- 
a]pyrimidin-7-amine; 

5-chloro-6-(3-chloro-4-methoxyphenyl)-7-(3,3-dimethyl\- 
25 piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-N-(3-chloropropyl)-N-methyl-6-(2,3,6- 
trifluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 



30 7-(1-azocanyl)-5-chloro-6-(2,3,6-trifluorophenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 
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5-cmoro-6-(2,6-difluorophenyl)-7-(3,6-dihydro-1(2H)- 
pyridinyQ[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

7-(1 -azocai\l)-5-chloro-6-(2,6-difluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine 

5-methoxy-6-(2-cbloro-6-fluorophenyl)-7-(4-methyl-1 - 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

[5-chloro-6-(2-chloro-6^orophenyl)[1,2,4]triazolo[1,5-a]pyrimidin-7- 
yl]methanol; 

1-[5-chioro-6-(2,6-difluorophen\)[1,2,4]triazolo[1,5-a]pyrimidin-7-yl]-4- 
piperidinol; 

5-chloro-7-(4-chloro-1 -piperidinyl)-6-(2>^-difluorophenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-chloro-7-(4-thiomorpholinyl)-6-(2,3,6-trifluo\phenyl)[1,2,4]triazolo[1,5- 
a]pyrimidine; 

5-chloro-6-(2,6-difluorophenyl)-7-(2,4-dimethyl-1- 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

7-(4-methyl-1-piperidinyl)-5-amino-6-(2-chloro-6- 
fluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 



5-chloro-6-(2,6-difluorophenyl)-7-(2,5-dihydro-1 H-pyrrol-1 ■ 
yl)[1 ,2,4]triazolo[1 ,5-aJpyrimidine; 
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5-chWo-6-(2-chloro-6-fluoro 
yl)[1 ,2,4Jtriazofo[1 ,5-aJpyrimidine; 

5-chloro-6-(^chloro-6-fluorophenyl)-7-(2-ethyl-1H-imidazol-1- 
yl)[1 ,2,4]triazolfe[1 ,5-a]pyrimidine; 



7-(4-bromo-1-piperi^yl)-5-chIoro-6-(2-chloro-6- 
fluorophenyI)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 



10 : 5-chloro-6-(2-methylphen^ 
a]pyrimidine; 

6-(2-bromophenyl)-N-(sec-butyl)-\chloro[1,2,4]triazolo[1,5-a]pyrimidin-^ 



15 



amine; 

5-chloro-N-ethyl-6-(4-methoxyphenyl)-N\(2-methyl-2 
propenyl)[1 ,2,4]triazolo[1 ,5- a]pyrimidin-7-amine; 



5-chloro-6-(4-methoxyphenyl)-7-(4-thiomorpholi^yl)[1,2,4]triazolo[1,5- 
20 a]pyrimidine; 




5-chloro-7-(4-chloro-1-piperidinyl)-6-[2- 
(trifluoromethyl)phenyl][1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

25 5-chloro-6-(2-chloro-6-fluorophenyl)-7-[4-(trifluoromethyl)-1- 
piperidiny!][1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

7-(4-bromo-1-piperidinyI)-5-chloro-6-(2,6-difluorophenyl)[1,2,4]tr^ 
a]pyrimidine; 

30 
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-piperidinyl)-5-chloro-6-(2-chlorophenyl)[1 ,2,4]triazolo[1 ,5- 



7^4-bromo-1- 
a]pyropdine; 

5-chloro-r^thyl-N-(2-methyl-2-propenyl)-6-(2,4,6- 
5 trifluorophenytyM ,2,4]triazolo[1 ,5-a]pyrimidin-7-jamine; 



5-chloro-N-isopropy^6-(2,4,6-trifluorophenyl)[1 ,2,4]triazolo[1 ,5- a]pyrimidin-7- 
amine; 



10 5-chloro-7-(4-thiomorpho^ 
a]pyrimidine; 




7-(1-azepanyl)-5-chloro-6-(2,4,64riflyorophenyl)[1,2,4]tri 
a]pyrimidine; 

15 

5-chloro-6-(2-ch!oro-6-fluo^ 
yl][1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro~7-(4-isopropyl-1 -piperidinyl)-6-(4-methox^henyl)[1 ,2,4]triazolo[1 ,5- 
20 a]pyrimidine; 

5-chloro-7-(2,4-dimethyl-1 -piperidinyl)-6-(4-methoxyphen^[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

25 5-chloro-7-[ethyl(2-methyl-2-propenyl)amino]-6-{4- 
nitrophenyl}[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

7-(1-azepanyl)-5-chloro-6-{4-nitrophenyl}[1,2,4]triazolo[1 ,5-a]pyrimidine; 

30 N-bicyclo[2.2.1]hept-2-yl-5-chioro-6-(2,4,6-trifluorophenyl)[ 
a]pyrimidin-7-amine; 




6 
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5-^oro-6-(2,6-difluorophenyl)-N-(2 ) 2,2-trifluoroethyl)[1,2 l 4]triazolo[1,5- 
a]pyntaidin-7-amine; 

5 5-chloro-6-^-chlorophenyl)-N-(2,2,2-trifluoroethyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 

5-chloro-6-(2-ch!ord^-fluorobenzyl)-7-tetrahydro-2-furanyl[1,2,4]triazolo[1,5- 
ajpyrimidine; 
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7-(allylsulfanyl)-5-chloro-6-^2-chloro-6-fluorophenyl)[1,2,4]triazolo[1,5- 
a]pyrimidine; 




5-chloro-N-ethyl-6-mesityl-N-(2-m^thyl-2-propenyl)[1,2,4]triazolo[1,5- 
15 a]pyrimidin-7-amine; 

5-chloro-N-ethyl-6-(2-methoxyphenyl)-N-(»2-methyl-2- 

\ 

propenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-anaine; 



\ 



20 5-ch!oro-6-(2-chloro-6-fluorop 
amine; 

5-chloro-7-(4-methyl-1-piperidinyl)-6-[4- 
(methylsulfanyl)phenyl][1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

25 

5-chloro-N-ethyl-N-(2-methyl-2-propenyl)-6-[4- 
(methylsulfanyf)phenyl][1,2,4]triazolo[1,5-a]pyrimidin-7-amine 

N-(sec-butyl)-5-chloro-6-[4^ 
30 a]pyrimidin-7-amine; 
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5-cl\ro-6-[4-(methylsulfanyl)phenyl]-7-(4-thiomorpholinyl)[1,2,4]triazolo[ 
a]pyrinrodine; 

5-chloro-6-[k6-dichloro-4-(trifluoromethyl)phenyl]-7-(4-methyl-1- 



rt>fJ5 piperidinyl)[1 ,2>>4]triazolo[1 ,5-a]pyrimidine; 

7-(1-azepanyl)-5-c^loro-6-[2,6-dichloro-4- 
(trifluoromethyl)phei\l][1 ,2,4]triazolo[1 ,5-a]pyrimidine; 



10 5-chloro-6-(2-chloro-6-flLforophenyl)-7-[(2,2,2- 

trifluoroethyl)sulfanyl][1 ,2,4Viazolo[1 ,5-a]pyrimidine; 

\ 

5-chloro-6-(2-chloro-6-fluoroph^nyl)-7-(4,4-dimethyl-1 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyr<mnidine; 



15 



'amiai 

5-chloro-6-[2,6-dichloro-4-(trifluoromethyl)phenyl]-^ 
propenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7*amine; 



P 5-chloro-6-[2,6-dichloro-4-(trifluoromethyl)ph^ 
^ 20 thiomorpholinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidina 



i ,D-ajpynmiainei 
-7-(4-methyl-1 -pipehi< 



5-chloro-6-(3,5-difluorophenyl)-7-(4-methyl-1 -pipe>jdinyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

25 5-chloro-6-(2-chloro-6-fluorophenyl)-7-(isopropylsulfany!^ 
a]pyrimidine; 

5-chloro-6-(2-chloro-6-fluo^ 
a]pyrimidine; 
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4-[5-chloro-7-(4-methyl-1-piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-e^yl]aniline; 
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N-^[5-chloro-7-(4-methyl-1 -piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-6- 
yl]phaayl}acetamide; 

[5-chloro\(2-chloro-6-fluorophenyl)[1 ,2,4]triazolo[1,5-a]pyrimidin-7-yl]methyl 
5 acetate; \ 

5-chloro-6-(2-chlcV-6-fluorophenyl)-7-(chloromethyl)[1,2,4]triazolo[1,5- 
a]pyrimidine; \ 

10 diethyl 2-[6-(2-chloro-6-flborophenyl)-7-(4-methyl-1- 
piperidinyl)[1,2,4]triazolo[l\-a]pyrimidin-5-yl]malonate; 



7-(1 -azepanylmethyl)-5-chloro-6r(2-chloro-6-fluorophenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; \ 

15 \ 

N-allyl-5-chloro-6-(2-chloro-6-fluoropRenyl)-N-hexyl[1 ,2,4]triazolo[1 ,5- 

a]pyrimidin-7-amine; \ 

5-chloro-7-(4-methyl-1-piperidinyl)-6-[4- \ 
20 (trifluoromethoxy)phenyl][1 ,2,4]triazolo[1 ,5-aJWimidine; 

5-chloro-7-(4-methyl-1 -piperidinyl)-6-(4-phenox^phenyl)[1 ,2,4]triazolo[1 ,5- 
ajpyrimidine; \ 

5-chloro-6-(2-chloro-6-fluorophenyl)-N-(cyclopropylnlWthyl)-N- 
25 propyl[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; \ 

5-chloro-7-(2-methyl-1 -piperidinyl)-6-(4-phenoxyphenyl)[1 ,^]triazolo[1 ,5- 
a]pyrimidine; \ 
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5-chloro-6-{2-chloro-4-nitrophenyl}-7-(4-methyl-1- 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 
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10 



25 



5-chloV6-(4-chloro-2,3,5,6-tetrafluorophenyl)-N- 
cyclopental[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 



5 4-[5-chloro-2-\ethyl-7-(4-methyl-1 -piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin- 
6-yl]-N,N-dimetlVlaniline; 

6-(2-chloro-6-fluorophenyl)-5-methyl-7-(4-methyl-1 - 
piperidinyl)[1 ,2,4]triazdk)[1 ,5-a]pyrimidine; 

5-chloro-6-(2-chloro-6-fluo^phenyl)-7-[2-(1 -pyrrolidinyl)-1 -cyclohexen-1 - 
yl][1 ,2,4]triazolo[1 ,5-a]pyrimi^ne; 

5-chloro-6-(2-chloro-6-fluoropheXyJ)-7-(methoxymethyl)[1 ,2,4]triazolo[1 ,5- 
15 a]pyrimidine; 




5-chloro-6-{2-chloro-4-nitrophenyl}-7-[et^yl(2-methyl-2- 
propenyl)amino][1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

20 5-bromo-6-(2-chloro-6-fluorophenyl)-7-(isopro^ylsulfanyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-chloro-N-cyclopentyl-6-(4-ethoxy-2,3,5,6- 
tetrafluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amirie; 



5-chloro-N-methyl-N-(2-methyl-2-propenyl)-6-(2,4,6- 
trifluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 



4-bromo-1 -[5-chloro-6-(2-chloro-6-fluorophenyl)[1 ,2,4]triazolo[1 ,^-a]pyrimidin- 
30 7-yl]butyl acetate; 
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dWiyl 2-allyl-2-{[5-chloro-6-(2-chloro-6-fluorophenyl)[1 ,2,4]triazolo[1 ,5- 
> a]p^midin-7-yl]oxy}malonate; 

6-(2-chl\)-6-fluorophenyl)-N-ethyl-5-methyl[1 ,2,4]triazolo[1 ,5-a]pyrimidin- 7- 
5 amine; 

N-butyl-5-chloi^N-ethyl-6-(2 > 3,4,5 ) 6-pentafluorophenyl)[1,2,4]triazolo[1,5- 
a]pyrimidin-7-amnne; 

1 o 6-(2-chloro-6-fluoroph^nyl)-5-(difluoromethoxy)-7-(4-methyl-1 ■ 
piperidinyl)[1 ,2,4]triazol\l ,5-a]pyrimidine; 

5-chloro-6-(2-chloro-6-fluoro , tehenyl)-7-[(4- 
chlorophenyl)sulfanyl][1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

15 

5-chloro-6-(2-chloro-6-fluoropheny\7-[(2- 
methoxyphenyl)sulfanyl][1 ,2,4]triazcA[1 ,5-a]pyrimidine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-N-(lV2- 
20 trimethylpropyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidnW-amine; 



5-chloro-6-(2,3,4,5,6-pentafluorophenyl)-N-(1,2; 
trimethylpropyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-arftoie 

25 5-chloro-6-(2,4,6-trifluorophenyl)-N-(1 ,2,2-trimethylp 
a]pyrimidin-7-amine; 
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,2,4]triazolo[1,5- 



5-chloro-6-(4-fluorophenyl)-N-(1 ,2,2- trimethylpropyl)[1 ,2,4]trl^zolo[1 ,5- 
a]pyrimidin-7-amine; 
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5 \bis(4-methyl-1 -piperidinyl)-6-(2,4,6-trifluorophenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyVnidine; 

5-chloro\(2-methylphenyl)-N-(1 ,2,24rimethylpropyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin^amine; 

5-chIoro-6-(2,4,SUrifluorophenyl)-N-(1 ,2,2-trimethylpropyl)[1 ,2,4]triazolo[1 , 
a]pyrimidin-7-amink 



10 6-(2-bromophenyl)-5-cR^pro-N-(1 ,2,2-trimethylpropyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 



ass. 



5-chloro-N-isobutyl-N-(2,2,2-tMluoroethyl)-6-(2,4,6- 
trifluorophenyi)[1 ,2,4]triazolo[1 ,5tra]pyrimidin-7-amine; 

5-chloro-N-isobutyl-6-(2-methylphenyl)-N-(2,2,2- 

\ 

trifluoroethyl)[1 ,2,4]triazolo[1 ,5-a]pyrirwiiri-7-amine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-N-(2\,2-trifluoro-1- 
20 methylethyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7temine; 



5-chloro-6-(2,6-difluorophenyl)-N-(2,2,2-trifluor6x1- 
methylethyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amin^ 

25 5-chloro-N-(2,2,2-trifluoro-1-methylethyl)-6-(2,4,6- 

trifluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 
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N-allyl-5-chloro-N-isobutyl-6-(2,4,6-trifluorophenyl)[1,2,4]triazolo[1,5- 
a]pyrimidin-7-amine; 



;hloro-N-(1 ,2-dimethylpropyl)-6-(2,4,6-trifluorophenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyiamidin-7-amine; 

5-chloro^isopropyl-N-methyl-6-(2,4,6-trifluorophenyl)[1,2,4]triazolo[1,5- 
a]pyrimidin-Aramine; 



5-chloro-N-isoprdpyl-N-(2 ) 2,2-trifluoroethyl)-6-(2,4,6- 
trifluorophenyl)[1 ,2>Wtriazolo[1 ,5-a]pyrimidin-7-amine; 

10 7-butyl-5-chloro-6-(2,4,6^trifluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 



£0 



5-chloro-N-(1 -phenylethyl)-6^,4,6-trifluorophenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 



1 5 5-chloro-6-(2-chlorophenyl)-N-(2,2X-trifluoro-1 -methylethyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 

5-chloro-N-ethyl-N-isobutyl-6-(2,4,6-trifluo\)phenyl)[1,2,4]triazolo[1,5- 
a]pyrimidin-7-amine; 



20 



25 



5-chloro-6-(2-chloro-6-fluorophenyl)-7-hexyl[1,2)4]triazolo[1,5-a]pyrimidine; 



5-chloro-6-(2-methylphenyl)-N,N-bis(2,2,2-trifluoroef^yl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 



5-chloro-N-cyclopentyl-N-methyl-6-(2,3,4,5,6- 
pentafluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 



7-butyl-5-chloro-6-(2,6-difluorophenyl)[1,2,4]triazolo[1,5-a]pyrimidine; 




30 
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5^loro-N-(1,2-dimethylpropyl)-N-methyi-6-(2,3,4,5,6- 
penMluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro^-(2-chloro-6-fluorophenyl)-7-phenyl[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(2\hloro-6-fluoro^ 
a]pyrimidine; 

5-chloro-6-(2-chloro-6-fluoro 



5-chloro-N-(1,2-dimethylp,ropyl)-N-methyl-6-(2,4,6- 

\ 

trifluorophenyl)[1 ,2,4]triazoto[1 ,5-a]pyrimidin-7-amine; 



5-chloro-6-(2-chloro-6-fluoroph^nyl)-7-cyclohexyl[1,2,4]triazolo[1,5- 
15 a]pyrimidine; 



10 



25 



30 




5-chloro-6-(2-bromo-5-chlo^ 

methylethyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 



20 5-chloro-6-(2-chloro-6-fluorophenyl)-7-(3,3;%trifluoropropyl)[1,2,4 
ajpyrimidine; 

5-chloro-6-(2-chloro-6-fluoro 
ajpyrimidine; 



[5-chloro-6-(2A6-trif!uorophe^^ 
tolyl-ethyI)-amine; 

5-chloro-6-(2,4,6-trifIuoro-phenyl)-7-cyclohexyl[1,2,4]triazolo[\^ 
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;hIoro-7-cyclohexyl-6-(2,3,4,5,6-pe^^ 
ajpyrimidine; 



J 5-chloro\6-(2-chloro-6-fluorophenyl)-7-(4 J 4-dif!uoro-1 - 

CjH* 5 piperidinyml ,2,4]triazolo[1 ,5-a]pyrimidine; 



7-(bicyclo[2.2.1jhept-2-ylamino)-5-chloro-6-{2-fluoro-4- 
nitrophenyl}[1 ,2,4Rriazolo[1 ,5-a]pyrimidine; 

10 5-chloro-6-{2-fluoro-4^troph^ 
a]pyrimidine; 

5-(methyisulfanyl^ ,2,4]triazolo[1 ,5- 

a]pyrimidine; 

15 

[5-chloro-6-(2,4,6-trifluoro (2,2,2- 
trifluoro-1 -phenylethyl)-amine; 

5-chloro-N-[1-(trifluoromethyl)propyl]-6-(2V,6- 
20 trifluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidiV7-amine; 

5-bromo-6-(2-chloro-6-fluorophenyl)-7-cyclohe)CYl[1,2,4]triazolo[1,5- 
a]pyrimidine; 

25 6-(2-chloro-6-fluorophenyl)-7-cyclohexyl[1 ,2,4]triazol\[1 ,5-a]pyrimidin-5- 
amine; 



30 



[5-chloro-6-(2,4,6-trifl^ 
methyl-1-trifluoromethyl-propyI)amine; 
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0 



5-chloV7-(3-cyclohexen-1 -yl)-6-(2,4,6-trifluorophenyl)[1 ,2,4]triazolo[1 ,5- 
alpyrimiame; 

3 

5-chloro-7-(l\yclohexen-1 -yl)-6-(2,4,6-trifluorophenyl)[1 ,2,4]triazolo[1 ,5- 
{jjZfi' 5 a]pyrimidine; 

5-chloro-N-[(1R)-2\2-trifluoro-1-methylethyl]-6-(2,4,6- 
trifluorophenyl)[1 ,2,4Wiazolo[1 ,5-a]pyrimidin-7-amine; 

\ 

10 S-chloro-N-KIR^^^-trifltioro-l-methylethyll-e^^.e- 
trifluorophenyl)[1 ,2,4]triazob[1 ,5-a]pyrimidin-7-amine; 



6-(2,4-difluorophenyl)-5-chloroAN-(2,2,2-trifluqro-1- 
methylethyl)[1 ,2,4]triazolo[1 ,5-a]byrimidin-7-amine; 



15 



5-chloro-6-(2,6-difluoro-4-methoxyp\enyl)-7-(4-methyl-1- 

\ 

piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidjne; 

\ 

5-chloro-6-(2,6-difluoro-4-methoxyphenyl>)-N-(2,2,2-trifluoro-1- 

\ 

20 methylethyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7^amine; 

\ 

5-chloro-7-cyclohexyl-6-(2,6-difluoro-4-methox.Yphenyl)[1,2,4]tnazolo[1,5- 
a]pyrimidine; 




25 5-chloro-6-(2,6-difluoro-4-methoxyphenyl)-N-[(1 S)-2,2,2-trifluoro-1 ■ 
methylethyl][1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

7-cyclohexyl-6-(2,6-difluoro-4-methoxyphenyl)-5-methoxY[1,2,4]triazolo[1,5- 
a]pyrimidine; 

30 
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S-chlolto-y^^fluorocyclohexyO-e^^.e-trifluorophenylXI ,2,4]triazolo[1,5- 
a]pyrimiajne; 

5-chloro-6-(2^-dichloro-4-fluorophenyl)-7-(3,3,3- 
trifluoropropyl)k,2,4]triazolo[1,5-a]pyrimiclin-7-amine; 

N-(sec-butyl)-5-chVo-6-(2,6-dichloro-4-fluorophenyl)[1,2,4]triazolo[1,5- 
a]pyrimidin-7-amine;\ 

4- {5-chloro-7-[(2,2,2-triflaoro-1 -methylethyl)amino][1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-6-yl}-3,6-difluorbphenol; 

5- chloro-7-(3-cyclohexen-1-yl^6-(2,6-difluoro-4- 
methoxyphenyl)[1 ,2,4]triazolo[lVa]pyrimidine; 

5-chloro-6-(2,6-difluoro^-methoxyp\enyl)[1,2,4]triazolo[1,5-a]pyrimidin-7- 
amine; \ 

5-chloro-N-cyclopentyl-6-(2,6-difluoro-4-rwethoxyphenyl)[1,2 I 4]triazolo[1 ,5- 
a]pyrimidin-7-amine; \ 

5-chloro-6-(2,6-difluoro-4-methoxyphenyl)-7-(3\6-dihydro-1 (2H)- 
pyridinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; \ 

5-chloro-6-(2,6-difluoro-4-methoxyphenyl)-7-(4- \ 
thiomorpholinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; \ 

7-(1 -azepanyl)-5-chloro-6-(2,6-difluoro-4-methoxyphenyl)[1 ,2,4]triazolo[1 ,5 
a]pyrimidine; \ 
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5-cRtoro-6-(2,6-difiuoro-4-methoxyphenyl)-N-(1,2,2- 
trimetlwlpropyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-^(2,6-difIuoro-4-m 
5 propenyl)[lV,4]triazolo[1 ^-alpyrimidin^-amine; 

5-chloro-6-(2,6\ifluoro-4-methoxyphenyl)-7-(4- 
fluorocyclohexylMj ,2,4]triazolo[1 ,5-a]pyrimidine; 



10 6-(4-{5-chloro-7-[(2,^24rifluoro-1-methylethyI)amin 
a]pyrimidin-6-yl}-3,5-difIuorophenoxy)hexanoic acid; 



2,6-difluoro-4-(2-fluoro^ 

methylethyl)[1,2,4]triazolo[1K5-a]pyrimidin-7-amine; 



15 



5-chloro-N-isopropyl-6-{2-[(tri%oromethyl)sulfanyl]ph 
a]pyrimidin-7-amine; 




5-chloro-N-[4-(trifluoromethyl)phenyj]-6-(2,^ 
20 trifiuorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 



5-chloro-N-(4,4,4-trifluoro-2-methylbutyl^-(2,4,6- 
trifluorophenyi)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 



25 5-chloro-6-(2,6-difluoro-4-methoxyphenyl)-7-(^-methyl-3- 
butenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 




5-chloro-6-(2,6-difluoro-4-methoxyphenyl)-7-isobu1yl[1 l 2 ) 4]triazolo[1,5- 
a]pyrimidine; 



30 
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7-cy^pentyI-6-(2,6-difluoro-4-methoxyphenyl)-5-methoxy[1 ,2,4]triazolo[1 ,5- 
a]pyrimkJine; 

5-chloroA(2-thienyl)-N-[(1 R)-2,2,2-trifluoro-1-methylethyl[1 ,2,4]triazolo[1 ,5- 
5 a]pyrimidinV-amine; 

4- (5-chloro-7-(^2,2-trifluoro-1-methyl-ethylamino)[1,2,4]tri^ 
alpyrimidin-e-yl^.S-difluoro-phenol; 

10 {5-chloro-6-[2,6<liflW 

a]pyrimidin-7-yl}-(2,2,2-trifluoro-1-methyl-ethyl)amine; 

5- chloro-6-{2,6-difluoro-\(methoxyphenyl)-N-(2,2,2-trifl 

\ 

methylethyl)[1 ,2,4]triazolo[M ,5-a]pyrimidin-7-amine; 



15 



25 



A 



(5-chloro-6-{4-[2-(2-ethoxyeth0xy]-ethoxy]-2,6-difluoro- 
phenyl}[1 ,2,4]triazolo[1 ,5-a]pyr\iidin-7-yl-H2,2,2-trifluoro-1- 
methylethyl)amine; 



20 (5-chloro-6-{2,6-difluoro-4-[2-(2-methoxy-ethoxy)ethoxy]-phenyl}- 

[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-yl-)-(2v2,2-trifluoro-1 -methylethyl)amine; 



5-chloro-6-[2,6-difluoro-4-^^ 

a]pyrimidin-7-yl}-N-(2 ) 2,2-trifluoro-1-methylethyl)arriine; 



5-chloro-6-(2,5-difluoro^-methoxyphenyl)-N-(1^2,2- 
trimethylpropyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

\ 

7-cyclohexyl-6-[2,6-difluoro-4-(2-methoxyethoxy)prff nyl]-5- 
30 methoxy[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 
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5-chlor<^-(2-fluoro-4-methoxy-6-chlorophenyl)-N-(2,2,2-trifluoro-1- 
methylethWl ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-6-[2Vdifluoro-4-(2-fluoroethoxy)phenyl]-N-ethyl-N-(2-methyl-2- 
5 propenyl)[1 ,2,4]Wiazolo[1 ,5-a]pyrimidin-7-amine; 

2-[2-(4-{5-chloro-7\2,2,2-trifluoro-1 -methylethyl)amino][1 ,2,43triazolo[1 ,5- 
a]pyrimidin-6-yl}-3,5^fluorophenoxy)ethoxy]ethanol; 

10 5-ch!oro-6-(2,3-difluoro-Xmethoxyphenyl)-N-(2,2,2-trifluoro-1- 
methylethyl)[1 ,2,4]triazolofe ,5-a]pyrimidin-7-amine; 

5-chloro-6-{4-(2-fluoroethoxy)^,6-difluorphenyl}-N-(2,2,2-trifluoro-1- 
methylethyl)[1 ,2,4]triazolo[1 ,5-alpyrimidin-7-amine; 



15 



5-chloro-N-(4-chlorobenzyl)-6-(2-d|gloro-6-fluorophenyl)[1,2,4]triazolo[1,5- 
a]pyrimidin-7-amine; 



5-chloro-6-(2-chloro-6-fluorophenyl)-7-l^-(2-pyridinyl)-1- 
20 piperazinyl][1,2,4]triazolo[1,5-a]pyrimidine; 



5-chloro-6-(2-chloro-6-fluorophenyl)-N-(1-e%lpentyl)[1,2,4]triazolo[1,5- 
a]pyrimidin-7-amine; 

25 5-chloro-6-(2-chloro-6-fluorophenyl)-7-[4-(2-chlo^)phenyl)-1- 
piperazinyl][1 ,2,4]triazolo[1 ,5-a]pyrimidine; 



30 



5-chloro-6-(2-chloro-6-fluorophenyl)-7-[4-(4-methoxy\henyl)-3-methyl-1- 
piperazinyl][1 ,2,4]triazolo[1 ,5-a]pyrimidine; 
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10 



5-X 



5-cftlpro-N-cyciopentyl-6-(2-chloro-6-fluorophenyl)[1,2,4]triazolo[1,5- 
a]pyrimidin-7-amine; 

5-chloro-^henoxy-6-(4-methoxy-phenyl)[1,2,4]triazolo[1,5-a]pyrimidine; 

5-chloro-N-cXlopentyl-6-(4-methylphenyl)[1,2,4]triazolo[1,5-a]pyrimidin-7- 
amine; 

SJ-diphenoxy-e-AmethoxyphenyOll^^Jtriazolotl.S-alpyrimidine; 

5-chloro-N-cyclopenty\6-(2-chlorophenyl)[1,2,4]triazolo[1,5-a]pyrimidin-7- 
amine; 



5-chloro-N,N-diethyl-6-[4-m\thoxyphenyl][1,2,4]triazolo[1,5-a]pyrimidin-7- 
15 amine; 




5-chloro-N,N-diethyl-6-[2,4-dichldrophenyl][1,2,4]triazolo[1,5-a]pyrimidin-7- 



amine; 



20 N-bicyclo[2.2.1]hept-2-yl-5-chloro-6-(2\4-dichlorophenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 




5-chloro-6-(2-chloro-6-fluorophenyl)-7-(1,4^dioxa-8-azaspiro[4.5]dec-8- 
yl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

25 

5-cyano-7-(4-methyl-1-piperidinyl)-6-(2-chloro 
fluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-(methylsulfanyl)-7-(4-methyl-1-piperidinyl)-6-(2-chl^o-6- 
30 fluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 
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3 



5-(metfylsulfanyl)-7-(4-methyl-1-piperidinyl)-6-(2-^ 
(methylsVfanyl)phenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-7-(l\-dioxa-8-azaspiro[4,5]dec-8-yl)-6-(4- 
5 methoxyphenyljtl ,2,4]triazolo[1 ,5-a]pyrimidine; 



if* 



if* 



I 



5-chloro-N-ethyl-N-(^-methyl-2-propenyl)-6-(4- 
(methylsulfanyl)phenyl^)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-arnine; 

\ 

10 . 2-methyl-6,7-di-(4-methoxy < phenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 



2-methyl-6-phenyl-7-(4-chlorophenyl)[1,2 I 4]triazolo[1,5-a]pyrimidine; 

\ ■ 

2-trifluoromethy1-6-phenyU 



15 



20 



25 



5J-diphenoxy-6-(2-methylpropyl)[1,2,4]triazolo[1,5-a]pyrimidine; 

\ 

S-chloro-e^S^-difluorophenyO-N^isopropyOII^^jtriazoloII.S-alpyrimidin-/- 
amine; 




5-bromo-6-(4-bromophenyl)-7-dimethylamino[1v,4]triazolo[1,5-a]pyrimidine; 

\ 

5-bromo-6-(4-trifluoromethylphenyl)-7-dimethylamin^ 
a]pyrimidine; 




5-chloro-6-(3,4-difluorophenyl)-7-dimethylamino[1,2,4]triazolo[^ 
a]pyrimidine; 




5-chloro-6-(4-trifluoromethylph^^ 
30 amine; 
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25 



7-(1 -azepanyl)-5-chloro-6-(4-tert-butylphenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

ethyl {[5-cyoro-6-(2-chloro-6-fluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7- 
yl]amino}acetete; 

diethyl 5-chloro\(2,6-difluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7- 
malonate; 




5-chloro-6-(2,5-difluoro^henyl)-N-(3-methyl-2-butenyl)[1,2,4]triazolo[1,5- 
10 a]pyrimidin-7-amine; 




[5-chloro-6-(2-chloro-6-fluorcrphenyl)-[1,2 > 4]triazolo[1 ) 5-a]pyrimidin-7-yl]acetic 
acid methyl ester; _ . \ 

5-chloro-6-(2,6-difluorophenyl)-7^(2-ethyl-1 H-imidazol-1-yl)[1 ,2,4]triazolo[1 ,5- 
15 a]pyrimidine; 

5-chloro-N,N-diethyl-6-[4-(methylsulfanyJ)phenyl][1,2,4]triazolo[1,5- 
a]pyrimidin-7-amine; 




20 ethyl [6-(2-chloro-6-fluorophenyl)-7-(4-methyl^1 -piperidinyl)- [1 ,2,4]triazolo[1 ,5 
a]pyrimidin-5-yl]acetate; 




5-chloro-N-ethyl-N-(2-methyl-2-propenyl)-6-(4- 
phenoxyphenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amirYe; 

\ 

dimethyl 2-[5-chloro-6-(2-chloro-6-fluorophenyl)[1 ,2,4]triazoIo[1 ,5-a]pyrimidin- 
7-yl]malonate; 




diethyl 2-{[5-chloro-6-(2-chloro-6-fluorophenyl)[1 ,2,4]triazolo[17§-a]pyrimidin-7 
30 yl]oxy}-2-isobutylmalonate; 
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2-[5-cM3ro-6-(2-chloro-6-fluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-yl]-1 ,3- 
cyclohe^anedione; 

2-[5-chloro-^(2-chloro-6-fluorophenyl)[1,2 ) 4]triazolo[1,5-a]pyrimidin-7- 
yl]cyclohexanorae; 

5-chloro-7-(3-nitroVmethylanilino)-6-(2, 4, 6-trifluorophenyl) 
[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 



10 7-cyclohexyl-6-[2,6-difluo^o-4-(2-methoxyethoxy)phenyl]5-(2- 
methoxyethoxy)[1 ,2,4]triazolp[1 ,5-a]pyrimidine; 



7-(3-bromophenyl)-2-ethyl-6-(4^ethoxyphenyl)[1,2,4]triazolo[1 ,5- 
a]pyrimidine; 

15 

7-(3-bromophenyl)-6-(3-chlorophenyl>^2-ethyl[1 ,2,4]triazolo[1,5-a]pyrimidine; 




20 



7-(4-bromophenyl)-2-ethyl-6-[4-(trifluoronrfethyl)phenyl][1,2,4]triazolo[1,5- 
a]pyrimidine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-N-(3,4,5- 
trimethoxybenzyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin>7-amine; 



25 



7-(2-benzyl-4,5-dihydro-1H-imidazol-1-yl)-5-chloro-6^(2-chloro-6- 
fluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidihe; 

N-4-[5-chloro-6-(2-chloro-6-fluorophenyl)[1,2,4]triazolo[1,^a]pyrimidin-7-yl- 
N.N-1 -diethyl-1 ,4-pentanediamine; 




5-chloro-N-(3-methyl-2-butenyl)-6-phenyl[1,2,4]triazolo[1,5-a]pyr^midin-7- 
30 amine; 
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5-a^ethylamino-6-phenyl-N-cyclopentyl[1,2,4]triazolo[1 ,5-a]pyrimidin-7- 
amine 

5- chloro-V[(2-fui7lmethyl)sulfanyl]-6-(4-methoxyphenyl)[1^ 
5 ajpyrimidine; 

6- [1 ,1'-biphen^]-4-yl-5-chloro-N-cyciopentyl[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7- 
amine; 

10 6-[4-(benzyloxy)phe\yl]-5-chloro-N-isopropyl[1,2,4]triazolo[1,5-a]pyrimi 
amine; 

5-chloro-N-[(2,2-dichlorocVclopropyl)methyl]-6-(3,4,5- 
trimethoxyphenyl)[1 ,2,4]triako1o[1 ,5-a]pyrimidin-7-amine; 



15 



20 



N-cyc!opentyl-6-(2-fluorophenyl^-5-hydrazino[1,2,4]triazolo[1,5-a]pyrimidi 
amine; 




5- chloro-N-ethyl-6-(2-methylphenyl)M,2,4]triazolo[1,5-a]pyrimidin-7-amine; 

\ 

6- (4-tert-butylphenyl)-5-chloro-N-isopropDyl[1,2,4]triazolo[1,5-a]pyrimidin-7- 
amine; 




5-chloro-6-[2,6-difluoro^-[(3-methyl-2-butenyJ)oxy]phenyl]-N-(2,2,2 
25 methylethyl)-i[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 



5-chloro-6-[2,6-difluoro-4-(1-propenyloxy)phenyl]-N-(2,2,2-trifl 
methylethyl)-l[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amines\ 



30 5-chloro-N-(3-tricyclo[2.2.1.0 2,6 ]hept-1-yl)-6-(2,4,6- 
trifluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 
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5-azido-7-cyclohexyl-6-(2-fluoro-6-chlorophenyl) [1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 



5-azido-6-[2-chloro-6-fluorophenyI]-7-(4-methyl-1- 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

2,5-dichloro-7-(4-methyl-1-piperidinyl)-6-[2-chloro-6- 

fluorophenyl][1 ,2,4]triazo!o[1 ,5-a]pyrimidine or a pharmaceutical^ acceptable 
salt thereof is administered. 



23. A mefcbpd of treating or inhibiting the growth of cancerous tumour cells 
and associated diseases in a mammal in need thereof by interacting with 
tubulin and microtubules and promoting microtubule polymerization which 
comprises administering to said mammal an effective amount of a substituted 
triazolopyrimidine derivative or a pharmaceutical^ acceptable salt thereof. 

24. The method according tte Claim 23 wherein the substituted 
triazolopyrimidine derivative i^ compound selected from those of the 
formula: 
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wherein: 

R 1 is sheeted from the group consisting of halogen, an optionally substituted 
alkyl of ^to 12 carbon atoms, optionally substituted alkenyl of 2 to 12 carbon 
atoms, optionally substituted alkynyl of 2 to 12 carbon atoms, optionally 

5 substituted alKadienyl of 4 to 12 carbon atoms, alkoxy of 1 to 12 carbon 

atoms, optionallyVjbstituted aryl of 6, 10 or 14 carbon atoms, -CN, hydroxy, 
halogen, carbamoytaarboxy, alkoxycarbonyl of 2 to 12 carbon atoms, 
heterocyclyl, optionallWubstituted bicycloalkyl of 5 to 10 carbon atoms, 
optionally substituted cyetoalkyl of 3 to 8 carbon atoms in which one -CH 2 - 

10 may also be replaced by ^D-, -S-, or -NR' where R' is H or an alkyl group of 1 
to 12 carbon atoms, thiopheSe, optionally substituted cycloalkenyl of 5 to 10 
carbon atoms in which one VCH 2 - may also be replaced by -O-, -S-, or - 
NR' where R' is H or an alkyl groV) of 1 to_12 carbon atoms, -S-aryl of 6, 10 
or 14 carbon atoms, -S-alkyl of 1 tVl2 carbon atoms, -S-cycloalkyl of 3 to 8 

15 carbon atoms, -S-alkenyl of 2 to 12 Sarbon atoms, -S0 2 aryl of 6, 10 or 14 
carbon atoms, -S0 2 cycloalkyl of 3 to 8\carbon atoms, -S0 2 alkyl of 1 to 12 
carbon atoms, -O-aryl of 6, 10 or 14 carbon atoms, and the moiety -NR a R b ; 

R a is H, optionally substituted alkyl of 1 to l\fcarbon atoms, optionally 
20 substituted alkenyl of 2 to 12 carbon atoms, fictionally substituted alkynyl of 
2 to 12 carbon atoms.optionally substitute'c^^Mjenyl of 4 to 12 carbon 
atoms, optionally substituted cycloalkyl of 3 tdln^rbb*) atoms, in which one 
-CH 2 - may also be replaced by -O-, -S-, or -Nowhere R' is H or an alkyl 
group of 1 to 12 carbon atoms, optionally substituted\cycloalkenyl of 5 to 10 
25 carbon atoms, in which one -CH 2 - may also be replaced by -O-, -S-, or -NR' 
where R' is H or an alkyl group of 1 to 12 carbon atoms\optionally substituted 
bicycloalkyl of 5 to 10 carbon atoms, optionally substitute^ tricycloalkyl, 
haloalkyl of 1 to 10 carbon atoms, aryl of 6, 10 or 14 carbo\atoms, 
heterocyclyl, benzyl, optionally substituted benzyl, cycloalkyl M 3 to 8 carbon 
30 atoms or a 3- to 6-membered heterocyclyl ring, optionally orthoVused with an 
optionally substituted phenyl ring ; * 
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R b is\H, an optionally substituted alkyl of 1 to 12 carbon atoms, optionally 
substituted alkenyl of 2 to 12 carbon atoms, optionally substituted alkynyl of 2 
to 12 ca\pn atoms, optionally substituted alkadienyl of 4 to 12 carbon atoms, 
optionally \bstituted aryl of 6, 10 or 14 carbon atoms, optionally substituted 
bicycloalkyl of\5 to 10 carbon atoms, optionally substituted cycloalkyl of 3 to 
10 carbon atomWi which one -CH 2 - may also be replaced by-O-, -S-, or 
-NR" where R" is HW an alkyl group of 1 to 12 carbon atoms, optionally 
substituted cycloalkehwl of 5 to 10 carbon atoms in which one -CH 2 - may also 
be replaced by -O-, -^u>r -NR' where R' is H or an alkyl group of 1 to 12 
carbon atoms, -S-aryl of\ 10 or 14 carbon atoms, -S-alkyl, -S-alkenyl, 
-S0 2 aryl of 6, 10 or 14 carbVi atoms, -S0 2 cycloalkyl, -S0 2 alkyl, -O-aryl of 6, 
10 or 14 carbon atoms, heterocyclyl, benzyl, optionally substituted benzyl, 
cycloalkyl of 3 to 8 carbon atonife or a 3- to 6-membered heterocyclyl ring, 
optionally ortho-fused with an optionally substituted phenyl ring ; 

R a R b together with the nitrogen atomV> which each is attached represent an 
optionally substituted saturated or unsaturated heterocyclyl ring from 3 to 12 
ring atoms in which optionally, at least o\e -CH 2 - may optionally be 
replaced by -O-, -S-, or -NR where R is Htor an alkyl group of 1 to 12 carbon 
atoms, said saturated or unsaturated heteroVclyl ring may optionally be aryl 
or cycloalkyl fused; \ 

R 2 is H, optionally substituted alkyl of 1 to IZ^mSanatoms, amino, hydroxy, 
alkylthio of 1 to 12 carbon atoms, cyano, carbaraoWoNona || y substituted 
alkoxy of 1 to 12 carbon atoms, optionally substttutedcycloalkyl of 3 to 8 
carbon atoms, optionally substituted aryl of 6, 10\>r 14Varbon atoms, 
carboxy, alkoxycarbonyl of 2 to 12 carbon atoms, aryloxV benzyloxy, thienyl, 
heterocyclyl or halogen; \ 

R 3 is H, halogen, alkyl of 1 to 12 carbon atoms, alkoxy of 1 toVl2 carbon 
atoms, aryloxy, -NR c R d , benzyloxy, aralkyloxy, haloalkoxy of l\to 12 carbon 
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atoms^lkylthio of 1 to 12 carbon atoms, heterocyclyl, aryl, hydroxy, 
carbamoyl, carboxy, alkoxycarbonyl of 2 to 12 carbon atoms, cyano, amino, 
alkylaminoNof 1 to 12 carbon atoms, dialkylamino of 1 to 12 carbon atoms, or 
-N 3 ; 

5 

R c is H, amino, o\ionally substituted alkyl of 1 to 12 carbon atoms, haloalkyl 
of 1 to 10 carbon atoms, optionally substituted alkenyl of 2 to 12 carbon 
atoms, optionally substituted alkynyl of 2 to 12 carbon atoms, optionally 
substituted alkadienyl of 4 to 12 carbon atoms, optionally substituted 
10 cycloalkyl of 3 to 10 carbon atoms, in which one -CH 2 - may also be 
□ replaced by -O-, -S-, or-Nfe' where R* is H or an alkyl group of 1 to 12 carbon 

Jj atoms optionally substituted\/cloalkenyl of 5 to 10 carbon atoms, in which 

0 one _CH 2 - may also be replaced by -O-, -S-, or -NR where R is H or an 

0 alkyl group of 1 to 12 carbon atoms optionally substituted bicycloalkyl of 5 to 

]y 15 10 carbon atoms, aryl of 6, 10 or 1f carbon atoms, benzyl , optionally 

substituted benzyl, or heterocyclyl; 



R d is H, amino, optionally substituted alkyl of 1 to 12 carbon atoms, haloalkyl 
of 1 to 10 carbon atoms, optionally substituted alkenyl of 2 to 12 carbon 

20 atoms, optionally substituted alkynyl of 2 teU 2 carbon atoms, optionally 
substituted alkadienyl of 4 to 12 carbon atoms, optionally substituted 
cycloalkyl of 3 to 10 carbon atoms, in which dne -CH 2 - may also be 
replaced by -O-, -S-, or -NR where R is H or an alkyl group of 1 to 12 carbon 
atoms optionally substituted cycloalkenyl (S^54q\o carbon atoms, in which 

25 one -CH 2 - may also be replaced by -O-, -Svb^JB^ where R is H or an 
alkyl group of 1 to 12 carbon atoms optionally sutaiffutga' bicycloalkyl of 5 to 
10 carbon atoms, aryl of 6, 10 or 14 carbon atoms\b|nzyl , optionally 
substituted benzyl, or heterocyclyl; 

30 R°R d together with the nitrogen atom to which each is attached represent an 
optionally substituted heterocyclyl ring from 3 to 8 ring ator^s optionally 

-230- 



substituted in which one -CH 2 - may also be replaced by -O-, -S-, or -NR' 
where V is H or alkyl of 1 to 12 carbon atoms; 

R 4 is H, optionally substituted alkyl of 1 to 12 carbon atoms, optionally 
substituted dtkoxy of 1 to 12 carbon atoms, amino, alkyl amino of 1 to 12 
carbon atoms,%alkylamino of 1 to 12 carbon atoms, alkylthio of 1 to 12 
carbon atoms, hatogen, cyano, carboxy, alkoxycarbonyl of 2 to 12 carbon 
atoms, heterocyclyVialogen, carbamoyl, optionally substituted aryl of 6, 10 or 
14 carbon atoms, or -<£F3; 

provided that when: a) IS 1 is diethylamino, R 3 is chloro, R 4 is hydrogen, R 2 is 
not 4-trifluoromethylphenV 3,4-dichlorophenyl, 4-chlorophenyl, 3-chloro- 
4-methoxyphenyl; b) R 1 is qiethylamino, R 3 is bromo, R 4 is hydrogen, R 2 is not 
4-trifluoromethyl phenyl; c) r\s isopropylamino, R 3 is chloro, R 4 is hydrogen, 
R 2 is not 2-benzyloxyphenyl orV4,5-trimethoxyphenyl; d) R 1 is 
cyclopentylamino, R 3 is chloro, is hydrogen, R 2 is not 3,4,5- 
trimethoxyphenyl, 2-napthyl or 2-stjJbene; e) R 1 is 2-amino- 
bicyclo(2.2.1.)heptyl, R 3 is chloro, K^s hydrogen, R 2 is not 3,4,5- 
trimethoxyphenyl and f) R 1 is diethylamino, R 3 is chloro, R 4 is hydrogen, R 2 is 
not 4-trifluoromethylphenyl and g) R 1 i\ 1 ,1 ,1-trifluoroethoxy, R 3 is chloro, R 4 
is hydrogen, R 2 is not 2-chloro-6-fluorop^enyl h) R 1 is -S0 2 ethyl or 
-S0 2 cyclopentyl, R 3 is chloro, R 4 is hydrogten, R 2 is not 2-chloro-6- 
fluorophenyl; i) R 4 is hydrogen, R 2 is 2-chlonc-6-fluorophenyl, R 1 and R 3 are 
not 1 ,2,4-triazole; j) R 1 is cyclohexyl, R 4 is hydrogen, R 2 is 2,4,6- 
trifluorophenyl, and R 3 is not -OCH2\ 2 C(CH 3 ) 3 ; k) R 1 is 2-thienyl, R 4 

is ethyl, R 3 is hydrogen and R 2 is not 2-methoxVtenyl, 4-methoxyphenyl, and 
4-trifluorophenyl; I) R 2 is phenyl, R 3 is chlorbsR^s\drogen R 1 is not (2E)- 
3,7-dimethyl-2,6-octadienyl 

or a pharmaceutically acceptable salt thereof. V \ 
25. The method according to claim 24 wherein \ 



-231- 



R^fe selected from the group consisting of an optionally substituted alkyl of 1 
to 1 ^carbon atoms, optionally substituted alkenyl of 2 to 12 carbon atoms, 
optionaV substituted alkynyl of 2 to 12 carbon atoms, optionally substituted 
alkadienyN^f 4 to 12 carbon atoms, optionally substituted aryl of 6, 10 or 14 

5 carbon atomVoptionally substituted bicycloalkyl of 5 to 10 carbon atoms, 
optionally substituted cycloalkyl of 3 to 8 carbon atoms in which one -CH 2 - 
may also be replaced by -O-, -S-, or -NR' where R' is H or an alkyl group of 1 
to 12 carbon atoms, optionally substituted cycloalkenyl of 5 to 10 carbon 
atoms in which one -CPI^- may also be replaced by -O-, -S-, or -NR' where 

10 R' is H or an alkyl group otato 12 carbon atoms, -S-aryl of 6, 10 or 14 carbon 
atoms, -S-alkyl of 1 to 12 carbon atoms, -S-alkenyl of 2 to 12 carbon atoms, 
-S0 2 aryl of 6, 10 or 14 carbon atoms, -S0 2 cycloalkyl of 3 to 8 carbon atoms, 
-S0 2 alkyl of 1 to 1 2 carbon atomX-O-aryl of 6, 1 0 or 1 4 carbon atoms, and 
the moiety -NR a R b or a pharmaceutically acceptable salt thereof is 

15 administered. 

26. The method according to claim 24 whVein R a and R b each independently 
represent the moiety -C*H(R e )(R f ) where R^nd R f independently represent 
an optionally halo-substituted alkyl group of 1 t^12 carbon atoms where C* 

20 represents the (R) or (S) isomer or a pharmaceutical^ acceptable salt thereof 
is administered. 

27. The method according to claim 24 wherein R 2 is o&ionally substituted aryl 
of 6, 10 or 14 carbon atoms, aryloxy, thienyl, benzyloxy.^jeterocyclyl or 

25' halogen or a pharmaceutical^ acceptable salt thereo^s*a^tajinistered. 

28. The method according to claim 24 wherein R 3 is halogefijplkyl of 1 to 12 
carbon atoms, alkoxy of 1 to 12 carbon atoms, aryloxy, -NR c Ry\enzyloxy, 
aralkyloxy, haloalkoxy of 1 to 12 carbon atoms, alkylthio of 1 to T2earbon 

30 atoms, hydroxy, cyano, amino, alkylamino of 1 to 12 carbon atoms, 
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dialkMamino of 1 to 12 carbon atoms, or -N 3 or a pharmaceutical^ acceptable 
salt thereof is administered. 

29. The method according to claim 24 wherein R 4 is H, optionally substituted 
5 alkyl of 1 to\2 carbon atoms, optionally substituted alkoxy of 1 to 12 carbon 
atoms, aminoXalkyl amino of 1 to 12 carbon atoms, dialkylamino of 1 to 12 
carbon atoms, \CF 3 or a pharmaceutical^ acceptable salt thereof is 
administered. 

10 30. The method according to claim 24 wherein R 1 is selected from the group 
consisting of an optionally substituted alkyl of 1 to 12 carbon atoms, optionally 
substituted alkenyl of 2 to 12 carbon atoms, optionally substituted alkynyl of 2 
to 12 carbon atoms, optionally substituted alkadienyl of 4 to 12 carbon atoms, 
optionally substituted aryl of 6, 10 or 14 carbon atoms, optionally substituted 
15 bicycloalkyl of 5 to 10 carbori atoms, optionally substituted cycloalkyl of 3 to 8 
carbon atoms in which one -GH 2 - may also be replaced by -O-, -S-, or -NR' 
where R' is H or an alkyl group \>f 1 to 12 carbon atoms, optionally substituted 
cycloalkenyl of 5 to 10 carbon atbms in which one -CH 2 - may also be 
replaced by -O-, -S-, or -NR' where R' is H or an alkyl group of 1 to 12 
20 carbon atoms, -S-aryl of 6, 10 or 1 ^carbon atoms, -S-alkyl of 1 to 12 carbon 
atoms, -S-alkenyl of 2 to 12 carbon arams, -S0 2 aryl of 6, 10 or 14 carbon 
atoms, -S0 2 cycloalkyl of 3 to 8 carbomatoms, -S0 2 alkyl of 1 to 12 carbon 
atoms, -O-aryl of 6, 10 or 14 carbon atoms, and the moiety -NR a R b wherein 
R a R b are optionally taken together wraUh%nitrogen to which each is attached 
25 or a pharmaceutical^ acceptable salt ther^^fevgdministered. 

31 . The method according to claim 24 wher&w\R 2 is optionally substituted 
aryl of 6, 10 or 14 carbon atoms or heterocycly?^[ a pharmaceutical^ 
acceptable salt thereof is administered. 

30 
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3^The method according to claim 24 wherein R 3 is halogen, alkoxy of 1 to 
12 ckrt>on atoms, -NR c R d , haloalkoxy of 1 to 12 carbon atoms, alkylthio of 1 
to 12 carbon atoms, cyano, amino, alkylamino of 1 to 12 carbon atoms, 
dialkylamirto of 1 to 12 carbon atoms, or -N 3 or a pharmaceutical acceptable 
5 salt thereof ^administered. 

33. The method according to claim 24 wherein R 4 is H, optionally substituted 
alkyl of 1 to 12 carbok atoms, amino, alkyl amino of 1 to 12 carbon atoms, 
dialkylamino of 1 to 12 carbon atoms, -CF 3 or a pharmaceutical^ acceptable 
10 salt thereof is administered 

CO 34. The method according to e|aim 24 wherein R 1 is selected from the group 

S consisting of an optionally substituted alkyl of 1 to 12 carbon atoms, optionally 

substituted cycloalkyl of 3 to 8 caroon atoms in which one -CH 2 - may also be 
U1 15 replaced by -O-, -S-, or -NR' where V is H or an alkyl group of 1 to 12 

g carbon atoms, optionally substituted cydoalkenyl of 5 to 10 carbon atoms in 

J; which one -CH 2 - may also be replaced t\-0-, -S-, or -NR' where R' is H or 

an alkyl group of 1 to 12 carbon atoms, -S%ry\ of 6, 10 or 14 carbon atoms, 
rf -S-alkyl of 1 to 12 carbon atoms, -S-alkenyl of 2 to 12 carbon atoms, 

20 -S0 2 aryl of 6, 10 or 14 carbon atoms, -SO 2 cycr0alkyl of 5 to 10 carbon atoms, 
-S0 2 alkyl of 1 to 12 carbon atoms, and the moiew -NR a R b wherein R a R b are 
optionally taken together with the nitrogen to whicnteach is attached or a 
pharmaceutically acceptable salt thereof is administered. 

25 35. The method according to claim 24 wherein R 2 fi^R|ionally substituted 
aryl of 6, 10 or 14 carbon atoms or a pharmaceuticallya^^Qtable salt thereof 
is administered. 



36. The method according to claim 24 wherein R 3 is halogeft^lkoxy of 1 to 
30 12 carbon atoms, -NR c R d , haloalkoxy of 1 to 12 carbon atoms/ldkylthio of 1 
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to 12 carapn atoms, cyano, or -N 3 or a pharmaceutical^ acceptable salt 
thereof is administered. 



37. The method according to claim 24 wherein R 4 is H or a pharmaceutical^ 



acceptable salt thereof is administered. 



38. The method according to claim 24 wherein R 1 is selected from the group 
consisting of an optionally substituted cycloalkyl of 3 to 8 carbon atoms in 
which one ~CH 2 - may^also be replaced by-O-, -S-, or-NR' where R' is H or 
10 an alkyl group of 1 to 1& carbon atoms, optionally substituted cycloalkenyl of 
5 to 10 carbon atoms in which one -CH 2 - may also be replaced by -O-, -S-, 
or -NR' where R' is H or ata alkyl group of 1 to 12 carbon atoms, -S-aryl of 6, 
10 or 14 carbon atoms, -S-alkyl of 1 to 12 carbon atoms, -S-alkenyl of 2 to 12 
carbon atoms, -S0 2 aryl of 6\l0 or 14 carbon atoms, -S0 2 cycloalkyl of 3 to 8 
15 carbon atoms, -S0 2 alkyl of 1 toU2 carbon atoms, and the moiety -NR a R b 
wherein R a R b are optionally takera together with the nitrogen to which each is 
attached; R 2 is optionally substituted phenyl; R 3 is halogen, alkoxy of 1 to 12 
carbon atoms, -NR c R d , haloalkoxy^f 1 to 12 carbon atoms, alkylthio of 1 to 
12 carbon atoms, cyano, or -N 3 ; R 4 is^H or a pharmaceutical^ acceptable salt 
20 thereof is administered. 



39. The method according to claim 24 whverein R 1 is the moiety -NR a R b 
wherein R a R b are optionally taken together\ith the nitrogen to which each is 
attached; R 2 is optionally substituted ^eny^^ 3 is halogen, alkoxy of 1 to 12 
25 carbon atoms, -NR c R d , haloalkoxy of 1 l%^2*earbon atoms, alkylthio of 1 to 
12 carbon atoms, cyano, or -N 3 ; R 4 is H or ajph^phqceutically acceptable salt 
thereof is administered. 



40. The method according to claim 24 wherein R 1 is t£ie moiety -NR a R b 
30 wherein R a R b are optionally taken together with the nitrogen to which each is 
attached; 
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R 2 is oprtonally substituted phenyl; 

R 3 is halogen, alkoxy, -NR°R d , haloalkoxy of 1 to 12 carbon atoms, alkylthio 
of 1 to 12 carbon atoms, cyano, or -N 3 ; 
R 4 is H; 

R a is H, optional^substituted alkyl of 1 to 12 carbon atoms, optionally 
substituted alkenyntof 2 to 12 carbon atoms, optionally substituted alkadienyl 
of 4 to 12 carbon atogis, optionally substituted cycloalkyl of 3 to 8 carbon 
atoms, in which one -OH 2 - may also be replaced by -O-, -S-, or-NR' where 
R* is H or an alkyl group atf 1 to 12 carbon atoms, optionally substituted 
10 cycloalkenyl of 5 to 10 cartWi atoms, in which one -CH 2 - may also be 
replaced by -O-, -S-, or-NR\vhere R' is H or an alkyl group of 1 to 12 
carbon atoms, haloalkyl of 1 to\o carbon atoms, aryl of 6, 10 or 14 carbon 
. atoms, heterocyclyl, benzyl, optionally substituted benzyl; R b is H, an 
optionally substituted alkyl of 1 to l\ carbon atoms, optionally substituted 
15 alkenyl of 2 to 12 carbon atoms, optionally substituted alkadienyl of 4 to 12 
carbon atoms, optionally substituted am of 6, 10 or 14 carbon atoms, 
optionally substituted cycloalkyl of 3 to 8\arbon atoms in which one -CH 2 - 
may also be replaced by -O-, -S-, or -NR\/here R' is H or an alkyl group of 1 
to 12 carbon atoms, optionally substituted cycloalkenyl of 5 to 10 carbon 
20 atoms in which one -CH 2 - may also be replaced by -O-, -S-, or -NR' where 
R' is H or an alkyl group of 1 to 12 carbon atom\ -S-aryl of 6, 10 or 14 carbon 
atoms, -S-alkyl of 1 to 12 carbon atoms, -S-alkenyl of 2 to 12 carbon atoms, 
-S0 2 aryl of 6, 10 or 14 carbon atoms, -S0 2 cycloalkyJ of 3 to8 carbon atoms, 
-S0 2 alkyl of 1 to 12 carbon atoms, -O-aryl of 6, 10 orV* carbon atoms; 
25 R a R b together with the nitrogen atom to which ea^^attached represent an 
optionally substituted saturated or unsaturated heterb^^hring from 3 to 12 
ring atoms in which optionally, at least one -CH 2 - ma^i^fe^replaced by 
-O-, -S-, or -NR where R is H or an alkyl group of 2 to^2 carbon atoms, said 
saturated or unsaturated heterocyclyl ring may optionally oe ai\l or cycloalkyl 
30 fused; 
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R c is H, amino, optionally substituted alkyl of 1 to 12 carbon atoms, haloalkyl 
of 1 to 10 Carbon atoms, optionally substituted alkenyl of 2 to 12 carbon 
atoms, optionally substituted alkadienyl of 4 to 12 carbon atoms, optionally 
substituted cyctaalkyl of 3 to 8 carbon atoms, in which one -CH 2 - may also 
5 be replaced by -S-, or -NR where R is H or an alkyl group of 1 to 12 
carbon atoms optionally substituted cycloalkenyl of 5 to 10 carbon atoms, in 
which one -CH 2 - mV also be replaced by -O, -S-, or -NR where R is H or 
an alkyl group of 1 to l\ carbon atoms optionally substituted bicycloalkyl of 5 
to 10 carbon atoms, aryl\f 6, 10 or 14 carbon atoms, benzyl , optionally 
10 substituted benzyl, heterocyclyl; 

v 

R d is H, amino, optionally substituted alkyl of 1 to 12 carbon atoms, haloalkyl 

. of 1 to 10_ carbon atoms, optionMy substituted alkenyl of 2 to 12 carbon 

atoms, optionally substituted alksraienyl of 4 to 12 carbon atoms, optionally 

15 substituted cycloalkyl of 3 to 10 carbon atoms, in which one -CH 2 - may also 

be replaced by -O-, -S-, or-NR where R is H or an alkyl group of 1 to 12 

carbon atoms optionally substituted cycloalkenyl of 5 to 10 carbon atoms, in 

\ 

which one -CH 2 - may also be replaced by -O-, -S-, or -NR where R is H or 
an alkyl group of 1 to 12 carbon atoms opticmaHy substituted bicycloalkyl of 5 
20 to 10 carbon atoms, aryl of 6, 10 or 14 carbon atoms, benzyl , optionally 
substituted benzyl, or heterocyclyl; 

R c R d together with the nitrogen atom^erw^oj^each is attached represent an 
optionally substituted heterocyclyl ring^rom 3 t^^Ji^^atoms optionally 
25 substituted in which one -CH 2 - may also^&^glaced b^-O-, -S-, or -NR' 
where R' is H or alkyl of 2 to 20 carbon ato/ris or a^pharmaceutically 
acceptable salt thereof is administered. 

41. The method according to claim 24 wherein R 1 is the moiety -NR a R b 
30 wherein R a R b are optionally taken together with the nitrogen to which each is 
attached; 
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CH2CH2F 




R J is halogen, alkoxy, -NR R , hal 
of 1 to12 carbon atoms, cyano, or -N 3 ; 
R 4 is H or a pharmaceutical^ acceptable, 



1 to 12 carbon atoms, alkylthio 



administered. 



42. The method according to claim 24 wherein R 1 ^s the moiety -NR a R b 
wherein R a R b are optionally taken together with the i^itrogen to which each is 
attached and wherein R 1 is selected from 
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CH 3 




CH 3 



is optionally substituted phenyl; 
R 3 is halogen, alkoxy of 1 to 12 cartfon koms/^R c R d , haloalkoxy of 1 to 12 
carbon atoms, alkylthio of 1 to 12 carbon moms, cyano, or -N 3 ; 
R 4 is H or a pharmaceutical^ acceptable salt thereof is administered. 
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R 2 is optionally substituted thienyl; 

R 3 is halogen, alkoxy of 1 to 12 cartjbn ator^^R c R d , haloalkoxy of 1 to 12 
carbon atoms, alkylthio of 1 to 12 carbon atoms\c^no, or -N 3 ; 
R 4 is H or a pharmaceutical^ acce >table salt thefeofSjs administered. 



44. The method according to claim 



^4 wherein said compound selected from: 
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7\l -azepanyl)-5-chloro-6-phenyl[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chlVo-6-(2,6-difluorophenyl)-7-(4-methyl-1 -piperidinyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrirmdine; 

5 5-chloro\(4-methoxyphenyl)-7-(1 -piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(2^hloro-6-fluorophenyl)-7-(4-methyl-1- 
piperidinyl)[1 ,2,\|triazolo[1 ,5-a]pyrimidine; 



a 

€1 

m 
m 

II! 
SI 

m 
o 
ru 
a 



10 7-(1 -azepanyl)-5-cW9ro-6-(2-chloro-6-fluorophenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-chloro-6-(2-cMpro-6-fluVophenyl)-7-(2-methyl-1- 
piperidinyl)[1 ,2,4]triazolo[1 \-a]pyrimidine; 

15 

5-chloro-6-(2-chloro-6-fluor\ph^lyl^7-(4-thiomorpholinyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

methyl [[5-chloro-6-(2-chloro-^fruoro^enyl)[1^2,4]triazolo[1,5-a]pyrimidin-7- 
20 yl](methyl)amino]acetate; 



5-chloro-6-(2-chloro-6-fluorophenyl)-N-(1 ,l\3,3- 
tetramethylbutyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

25 7-(1 -azepanyl)-5-chloro-6-(4-methoxyphenyl)[1 )2,4]triazolo[1 ,5-a]pyrimidine; 

7-(1-azepanyl)-6-(4-bromophenyl)-5-chloro[1,2,4]\riazolo[1,5-a]pyrimidine; 

5-chloro-7-(1 -piperidinyl)-6-[2-(trifluoromethyl)phen\l][1 ,2,4]triazolo[1 ,5- 
30 a]pyrimidine; 
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6-(4-tlrt-butylphenyl)-5-chloro-7-(4-methyl-1 -piperidinyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimjdine; 

5-chloroA(4-methoxyphenyl)-7-(4-methyl-1 -piperidinyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidinl 

5- chloro-6-(4-\ethoxyphenyl)-7-(3-methyl-1 -piperidinyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

6- (4-bromophenyl)\-chloro-7-(3-methyl-1 -piperidinyl)[1 ,2,4]triazolo[1 ,5- 
ajpyrimidine; 

5-chloro-6-(3,4-difluoroJ|jenyl)-7-(4-methyl-1 -piperidinyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-chloro-6-(2,6-dichlorophe\yi)-7-(2-methyl-1 -pyrrolidinyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 



5-chloro-6-(2-chloropheir 
a]pyrimidine; 

7-(1 -azepanyl)-5-chloro-6-(3-cl 
a]pyrimidine; 




methyl-1-pyrrolidinyl)[1 ,2,4]triazolo[1 ,5- 



oxyphenyl)[1 ,2,4]triazolo[1 ,5- 



5-chloro-6-(3-chloro-4-methoxyphenyl)-7^(4-methyl-1- 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidirA 



5-chloro-6-(3-chloro-4-methoxyphenyl)-7-(2^riethyl-1- 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 
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6-(4-fert-butylphenyl)-5-chloro-7-(2-methyl-1-piperidinyl)[1,2,4]triazolo[1,5- 
a]pyrir™dine; 

5-chloro-7t(2-methyl-1-piperidinyl)-6-[3- 
5 (trifluorom Jthyl)phenyl][1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

Diethyl 2-[6-(2\6-difluorophenyl)-5-ethoxy[1 . 2 > 4 ] triazol °[1 ,5-a]pyrimidin-7- 
yl]malonate; 
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10 7-(azepanyl)-5-chl\ro-6-{2-chloro-6-nitrophenyl}[1 ,2,4}triazolo[1 ,5- 
a]pyrimidine; 



5-chloro-6-(2-chloro-6-^Jorophenyl)-N-ethyl-N-(2-methyl-2- 
propenyl)[1,2,4]triazolo[\,5-a]pyrimidin-7-amine; 



15 



5-chloro-6-(2-chloro-6-fluor^phenyl)-N-(2,2,2- trifluoroethyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 

5-chloro-6-(2-chloro-6-fluoroph x )pnyl)-N-[(2 > 2-dichlorocyclopropyl)methyl]-N- 
20 methyl[1 ,2,4]triazolo[1 ,5-a^qmidin-7-amine; 



25 




1-[5-chloro-6-(2-chloro-6-fluon 
piperidinol; 



N-bicyclo[2.2.1]hept-2-yl-5-chloro-6-(3k;hloro-4- 
methoxyphenyl)[1 ,2,4]triazolo[1 ,5-a]pynmidin-7-amine; 



,2,4]triazolo[1,5-a]pyrimidin-7-yl]-3- 



5-chloro-6-(2,5-difluorophenyl)-N-dodecy|l,2,4]triazolo[1,5-a]pyrimidin-7- 



amine; 



30 
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5-cf|oro-7-(4-methyl-1-piperidinyl)-6-(2,3,6- trifluorophenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyiYnidine; 

N-[5-c\oro-6-(23,6-trifluorophenyl)t1,2,4]triazolo[1,5-a]pyrimidin-7-yl]-N- 
5 isopropwamine; 

5-chloro-l\ethyl-N-(2-methyl-2-propenyl)-6-(2,3,6- 
trifluorophJ|jyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

10 N-allyl-5-chlo\>-6-(2-chloro-6-fluorophenyl)-N-(2-methyl-2- 
propenyl)[1 ,2,4\tiiazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-6-(2-chldro-6-fluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

1 5 5-chloro-6-(3-chlord\4-methoxyphenyl)-N-cycloheptyl[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine;\ 

5-chloro-6-(3-chloro-4-^ethoxyphenyl)-7-(3,3-dimethyl-1- 
piperidinyl)[1 ,2,4]triazold\l ,5-a]pyrimidine; 

20 

5-chloro-N-(3-chloro^^pyTW-methyl-6-(2,3,6- 
trifluorophenyl)[1T2~7TWa®^^ 

7-(1 -azocanyl)-5-chloro-6-(2,3^-trifluorophenyl)[1 ,2,4]triazolo[1 ,5- 
25 a]pyrimidine; 



5-chloro-6-(2,6-difluorophenyl)-7-(k,6-dihydro-1(2H)- 
pyridinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimiidine; 

30 7-(1-azocanyl)-5-chloro-6-(2,6-difluorSbhenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 
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5-methoV-6-(2-chloro-6-fluorophenyl)-7-(4-methyl-1- 
piperidinyMI ,2,4]triazolo[1 ,5-a]pyrimidine; 

[S-chloro-e-^-chloro-e-fluorophenyOfl^^triazolotl.S-alpyrimidin-?- 
yl]methanol; 

1 -[5-chloro-6-(2^-difluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-yl]-4- 
piperidinol; 

5-chloro-7-(4-chloro\l -piperidinyl)-6-(2,6-difluorophenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-chloro-7-(4-thiomorpho(linyl)-6-(2 ) 3,6-trifluorophenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 



5-chloro-6-(2,6-difluorophenyJ)-7-(2,4-dimethyl-1- 
piperidinyl)[1 ,2,4]triazolo[1 ,5-^pyrimidine; 



f^yi 




7-(4-methyl-1-piperidinylp5^NQ©-6-(2-chloro-6- 
fluorophenyl)[1 ,2,4]triazolo[1 J^fpSj^idine; 



5-chloro-6-(2,6-difluorophenyl)-7-(2,5*dihydro-1 H-pyrrol-1 - 
yl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-7-(2,\-dimethyl-2,5-dihydro-1 H-pyrrol-1- 
yl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-7-(2-ethy\l H-imidazol-1 ■ 
yl)[1 ,2,4]triazoIo[1 ,5-a]pyrimidine; 
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7-^-bromo-1-piperidinyl)-5-chloro-6-(2-chloro-6- 
fluo\phenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5- chlo\-6-(2-methylphenyl)-7-(4-thiomorpholinyl)[1,2,4]triazolo[1,5- 
a]pyrimiaine; 

6- (2-bromdlphenyl)-N-(sec-butyl)-5-chloro[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7- 
amine; 

5-chloro-N-etl?lyl-6-(4-methoxyphenyl)-N-(2-methyl-2- 
propenyl)[1 ,2,4]triazolo[1 ,5- a]pyrimidin-7-amine; 

5-chloro-6-(4-mef|joxyphenyl)-7-(4-thiomorpholinyl)[1,2,4]triazolo[1,5- 
ajpyrimidine; 

5-chloro-7-(4-chloro-\-piperidinyl)-6-[2- 
(trifluoromethyl)phenylJ[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(2-chl^£-fl\orophenyl)-7-[4-(trifluoromethyl)-1- 
piperidinyl][1 ,2,4]tria^M,5a]pyrimidine; 




7-(4-bromo-1-pipertdinyl)-5\chlwo-6-(2,6-difluorophenyl)[1,2,4]triazolo[1,5- 
a]pyrimidine; 

7-(4-bromo-1-piperidinyl)-5-cl\oro-6-(2-chlorophenyl)[1 > 2,4]triazolo[1,5- 
a]pyrimidine; 

5-chloro-N-ethyl-N-(2-methyl-2-pVopenyl)-6-(2,4,6- 
trifluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 
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5-chl\ro-N-isopropyl-6-(2,4,6-trifluorophenyl)[1 ,2,4]triazolo[1 ,5- a]pyrimidin-7- 
amine\ 

5-chloro-\-(4-thiomorpholinyl)-6-(2,4,6-trifluorophenyl)[1,2,4]triazolo[1,5- 
5 a]pyrimidinte; 

7-(1-azepany^-5-chloro-6-(2,4,6-trifluorophenyl)[1,2,4]triazolo[1,5- 
a]pyrimidine; 

10 5-chloro-6-(2-chlVo-6-fluorophenyl)-7-[2-(1-pyrrolidinyl)-1-cyclopenten-1- 
yl][1 ,2,4]triazolo[1 %-a]pyrimidine; 

5-chloro-7-(4-isoprop\l-1-piperidinyl)-6-(4-methoxyphenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 



15 



5-chloro-7-(2,4-dimethyl\-piperidinyl)-6-(4-methoxyphenyl)[1,2,4]triazolo[1,5- 
ajpyrimidine; 



5-chloro-7-[ethyl(2-methyl-2Jpropenyl)amino]-6-{4- 
20 nitrophenyl}[1 ,2,4]triazolo[1 ,5sa]pyrimidine; 



7-(1 -azepanyl)-5-chloro-6-^jitfophenyl}[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 



N-bicyclo[2.2.1]hept-2-yl-5-i 
25 a]pyrimidin-7-amine; 




4,6-trifluorophenyl)[1 ,2,4]triazolo[1 ,5- 



5-chloro-6-(2,6-difluorophenyl)-N-^,242-trifluoroethyl)[1,2,4]triazolo[1,5- 
a]pyrimidin-7-amine; 

30 5-chloro-6-(2-chlorophenyl)-N-(2,2,2-tri^oroethyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 
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LP 



5-chloro-6-|^-chioro-6-fluorobenzyl)-7-tetrahydro-2-furany^ 
a]pyrimidine)| 

5 7-(aliylsulfanyl^-5-chloro-6-(2-chloro-6-fluorophenyl)[1 ,2,4]triazolo[1 ,5- 
ajpyrimidine; 

5-chloro-N-ethyl^-mesityl-N-(2-methyi-2-propenyl)[1,2,4]tn 
a] py ri m id i n-7-a m im e ; 



10 



5-chloro-N-ethyl-6-^-methoxyphenyl)-N-(2-methyl-2- 
propenyl)[1 ,2,4]triazS>lo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-6-(2-chloro-6\fluorophenyl)-N-hexyl[1,2,4]triazolo 
15 amine; 

5-chloro-7-(4-methyl-1-piV)eridinyl)-6-[4- 
(methylsulfanyl)phenyl][1 S,4]triazolo[1 ,5-a]pyrimidine; 

20 5-chloro-N-ethyl-N-(2-methyj-2-propenyl)-6-[4- 

(methylsulfanyl)phep^l ,2 Ariazolo[1 ,5-a]pyrimidin-7-amine; 



25 



N-(sec-butyl)-5-chloro-6| 
a]pyrimidin-7-amine; 



iylsulfanyl)phenyl][1 ,2,4]triazolo[1 ,5- 



5-chloro-6-[4-(methylsulfa^ 
a]pyrimidine; 



5-chloro-6-[2,6-dichloro-4-(trifluorontethyl)phenyl]-7-(4-^ 
30 piperidinyl)[1 ,2,4]triazoio[1 ,5-a]pyrimBdine; 
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7-(1-az\panyl)-5-chloro-6-[2,6-dichloro-4- 
(trifluoroVethyl)phenyl][1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6^-chloro-6-fluorophenyl)-7-[(2,2,2- 
trifluoroethytosulfanyl][1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(2-\hloro-6-fluorophenyl)-7-(4,4-dimethyl-1- 
piperidinyl)[1 ,2M]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-[2,6-d\chloro-4-(trifluoromethyl)phenyl]-N-ethyl-N-(2-methyl-2- 
propenyl)[1 ,2,4]trfezolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-6-[2,6-dicffloro-4-(trifluoromethyl)phenyl]-7-(4- 
thiomorpholinyl)[1 ,2Wiazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(3,5-difluor\|phenyl)-7-(4-methyl-1 -piperidinyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; \ 

5-chloro-6-(2-chloro-6-flO|orophenyl)-7-(isopropylsulfanyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; \ 

5-chloro-6-(2-chloro^uor\phenyl)-7-tetrahydro-2-furanyl[1,2,4]triazolo[1,5- 
a]pyrimidine; 

4-[5-chloro-7-(4-methyl-1\pipe»ayl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-6-yl]aniline; 

N-{4-[5-chloro-7-(4-methyl-1-pipyidinyl)[1,2,4]triazolo[1,5-a]pyrimidin-6- 
yl]phenyl}acetamide; ^ 

i[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-yl]methyl 
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[5-chloro-6-(2-chloro-6-fluorophen^ 
acetate; 



5-chloroA(2-chloro-6-fluorophenyl)-7-(chloromethyl)[1,2,4]triazolo[1,5- 
ajpyrimidine; 

diethyl 2-[6-(2\chloro-6-fluorophenyl)-7-(4-methyl-1 ■ 
piperidinyl)[1 ,2\4]triazolo[1 ,5-a]pyrimidin-5-yl]malonate; 

7-(1 -azepanylme\fiyl)-5-chloro-6-(2-chloro-6-fluorophenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

N-allyl-5-chloro-6-(2\;hloro-6-fluorophenyl)-N-hexyl[1,2,4]triazolo[1,5- 
a]pyrimidin-7-amine; 



5-chloro-7-(4Tmethyl-1 -Diperidinyl)-6-[4- 
(trifluoromethoxy)pheny^[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-7-(4-methyl-1 -pip\ridinyl)-6-(4-phenoxyphenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-chloro-6-(2-chloro-6-fluorop V \ienyl)-N-(cyclopropylmethyl)-N- 
propyl[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 



5-chloro-7-(2-methyl-1 -pipe 
a]pyrimidine; 




6-(4-phenoxyphenyl)[1 ,2,4]triazolo[1 ,5- 



5-chloro-6-{2-chloro-4-nitrophfenyl}-S7-(4-methyl-1- 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrirradine; 



5-chloro-6-(4-chloro-2,3,5,6-tetrafluor&phenyl)-N- 
cyclopentyl[1 ,2,4]triazolo[1 ,5-a]pyrimidV-7-amine; 
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4- [5-chloro-2Vnethyl-7-(4-methyl-1-piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin- 
6-yl]-N,N-dim^hylaniline; 

6-(2-chloro-6-fludrophenyl)-5-methyl-7-(4-methyl-1- 
piperidinyl)[1 ,2,4]ffiazolo[1 ,5-a]pyriinidine; 

5- chloro-6-(2-chloroWfluorophenyl)-7-[2-(1-pyrrolidinyl)-1-cyclohexen-1- 
yl][1 ,2,4]triazolo[1 ,5-aWrimidine; 

5-chloro-6-(2-chloro-6-ftjJorophenyl)-7-(methoxymethyl)[1,2,4]triazolo[1,5- 
a]pyrimidine; 

5-chloro-6-{2-chloro-4-nitr^phenyl}-7-[ethyl(2-methyl-2- 
propenyl)amino][1 ,2,4]triaz&lo[1 ,5-a]pyrimidine; 

5-bromo-6-(2-chloro-6-fluoroqhenyl)-7-(isopropylsulfanyl)[1,2,4]triazolo[1,5- 
a]pyrimidine; 

5-chloro-N-cyclopentyl-6-(4-eth^xy-2,3,5,6- 
tetrafluorophenyl)[1,2,4]triqzolo[V5-a]pyrimidin-7-amine; 

5-chloro-N-methyl-N-(2-methy^^penyl)-6-(2,4,6- 
trifluorophenyl)[1 ,2,4]triazolo[f,5-a]byr^idin-7-amine; 

4-bromo-1-[5-chloro-6-(2-chloro-6-fli\orophenyl)[1,2,4]triazolo[1,5-a]pyrimid 
7-yl]butyl acetate; 



\ 



diethyl 2-allyl-2-{[5-chloro-6-(2-chloro-&fluorophenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-yl]oxy}malonate; 



\ 
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6-(2-chloro-6-fluo\jphenyl)-N-ethyl-5-methyl[1 ,2,4]triazolo[1 ,5-a]pyrimidin- 7- 
amine; 

N-butyl-S-chloro-N-lthyl-e^.S^.S.e-pentafluorophenyOtl^.^triazolotl.S- 
5 a]pyrimidin-7-amine;' 

6-(2-chloro-6-fluorophlnyl)-5-(difluoromethoxy)-7-(4-methyl-1- 
piperidinyl)[1 ,2,4]triazol©[1 ,5-a]pyrimidine; 



a 
m 
m 

43 

m 
m 

a 

a 

m 
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10 5-chloro-6-(2-chloro-6-fluarophenyl)-7-[(4- 

chlorophenyl)sulfanyl][1 ,2^]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(2-chloro-6-fluord|henyl)-7-[(2- 
methoxyphenyl)sulfanyl][1 ,2,4Jtriazolo[1 ,5-a]pyrimidine; 

15 

5-chloro-6-(2-chloro-6-fluorophWl)-N-(1,2,2- 
trimethylpropyl)[1 ,2,4]triazolo[1 ,S-a]pyrimidin-7-amine; 

S-chloro-e^.S^.S.e-pentafluoroprienyO-N-CI^^- 
20 trimethylpropyl)[1 ,2,4]triazolq[1 ,5-aJpyrimidin-7-amine; 



5-chloro-6-(2 I 4,6-trifluorophenyl)^^,2,2-trimethylpropyl)[1,2,4]triazolo[1,5- 
a]pyrimidin-7-amine; 

25 5-chloro-6-(4-fluorophehyl)-N-(1 ,2,2- tr^nethylpropyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 

5,7-bis(4-methyl-1 -piperidinyl)-6-(2,4,6-tr|luorophenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 



30 
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5-chloro-6-(2^methylphenyl)-N-(1 ,2,2-trimethylpropyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 

5- chloro-6-(2,4,5-trifluorophenyl)-N-(1 ,2,2-trimethylpropyl)[1 ,2,4]triazolo[1 ,5- 
5 a]pyrimidin-7-amihe; 

6- (2-bromophenyl)fe-chloro-N-(1 ,2,2-trimethylpropyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amines 



a 
m 
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10 5-chloro-N-isobutyl-N-\2,2,2-trifluoroethyl)-6-(2,4,6- 
trifluorophenyl)[1 ,2,4]trljazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-N-isobutyl-6-(2-Lethylphenyl)-N-(2,2,2- 
trifluoroethyl)[1 ,2,4]triazol©[1 ,5-a]pyrimidin-7-amine; 



15 



5-chloro-6-(2-chloro-6-fluor<^phenyl)-N-(2,2,2-trifluoro-1 
methylethyl)[1 ,2,4]triazolo[1 ,|-a]pyrimidin-7-amine; 



5-chloro-6-(2,6-difIuorophenyl)|N-(2,2,2-trifluoro-1- 
20 methylethyl)[1 ,2,4]triazolo[1 ,5-a\pyrimidin-7-amine; 



5-chloro-N-(2,2,2-trifluoro-1/f^^4ethyl)-6-(2,4,6- 
trifluorophenyl)[1,2,4]triazol^,5-a]py>»imidin-7-amine; 

25 N-allyl-5-chloro-N-isobutyl-6-(2,4,6-f ifluorophenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 

5-chloro-N-(1 ,2-dimethylpropyl)-6-(2,4\6-trifluorophenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 



30 
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5-chloro-N-ilopropyl-N-methyl-6-(2,4,6-trifluorophenyl)[1,2,4]triazolo[1,5- 
a]pyrimidin-7^amine; 

5-chloro-N-isop)opyl-N-(2,2,2-trifluoroethyl)-6-(2,4,6- 
trifluorophenylHlK^triazolofl.S-alpyrimidin-y-amine; 

7-butyl-5-chloro-6-(V4,6-trifluorophenyl)[1,2,4]triazolo[1,5-a]pyrimidine; 

5-chloro-N-(1 -phenyl^hyl)-6-(2,4,6-trifluorophenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; \ 

5-chloro-6-(2-chlorophen VN-(2,2,2-trifluoro-1 -methylethyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; \ 

5-chloro-N-ethyl-N-isobutyl-6\2,4,6-trifluorophenyl)[1,2,4]triazolo[1,5- 
a]pyrimidin-7-amine; \ 

5-chloro-6-(2-chloro-6-fluoropheiWl)-7-hexy^^^ 

5-chloro-6-(2-methylphenyl)-N,N-b\(2,2,2-trifluoroethyl)[1,2,4]triazolo[1,5- 
a]pyrimidin-7-amine; ^ 

5-chloro-N-cyclopentyl-N-metT^^-(2,S,4,5,6- 
pentafluorophenyl)[1,2,4]triazolon^aAyrimidin-7-amine; 

7-butyl-5-chloro-6-(2,6-difluoroph4nyl)[1,l^nazolo[1,5-a]pyrimidine; 

5-chloro-N-(1,2-dimethylpropyl)-N-methyl-4(2,3,4,5,6- 
pentafluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrirfwdin-7-amine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-7-phenylJrt ,2,4]triazolo[1 ,5-a]pyrimidine; 
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5-chloro-6-}2-chloro-6-fluorophenyl)-7-(2-methylpropanyl)[1,2,4]triazolo[1,5- 
a]pyrimidine;\ 

5-chloro-6-(2-cmoro-6-fluorophenyl)-7-pentyl[1,2,4]triazolo[1,5-a]pyrimidine; 

5-chloro-N-(1 ,2-dVnethylpropyl)-N-methyl-6-(2,4,6- 
trifluorophenyl)[1 ,2\4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-6-(2-chloro*-fluorophenyl)-7-cyclohexyl[1 ,2,4]triazolo[1,5- 
a]pyrimidine; \ 

5-chloro-6-(2-bromo-5-©hlorophenyl)-N-(2,2,2-trifluoro-1 - 
methylethyl)[1 ,2,4]triazolV[1 ,5-a]pyrimidi_n-7-amine; 

5-chloro-6-(2-chloro-6-fluo\pphenyl)-7-(3,3,3-trifluoropropyl)[1,2,4]triazolo[1,5- 
a]pyrimidine; \ 

5-chloro-6-(2-chloro-6-fluorophenyl)-7-(3-methylphenyl)[1,2,4]triazolo[1,^ 
a]pyrimidine; \ 

[5-chloro-6-(2,4,64rifluorophenyl\-[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-yl]-(1 -p-tolyl- 
ethyl)-amine; ^^sA 

5-chloro-6-(2,4,6-trifluoro-phenA)-7\cy^hexyl[1 ,2,4]triazolo[1,5-a]pyrimidine; 

5-chloro-7-cyclohexyl-6-(2,3,4,5,6-peMafluorophenyl)[1,2,4]triazolo[1,5- 
a]pyrimidine; \ 

5-chloro-6-(2-chloro-6-fluorophenyl)-7-(4,4-difluoro-1- 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin& 



7-(bicyclo[2.2L 1 ]hept-2-ylaminoj-5-chloro-6-{2-fluoro-4- 
nitrophenylJtllG.^triazolotl.S^pyrimidine; 

5-chloro-6-{2-fli\ro-4-nitrophenyl}-7-(4-methyl-1 -piperidinyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-(methylsulfanyl)-^(2-chloro-6-fluorophenyl)-7-cyclohexyl[1,2,4]triazolo[1,5- 
a]pyrimidine; 

[5-chloro-6-(2,4,6-trifludrophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-yl] (2,2,2- 
trifluoro-1 -phenylethyl)-atnine; 

5-chloro-N-[l-(trifluoromettVl)propyl]-6-(2,4,6- 
trifluorophenyl)[1 ,2,4]triazolo|1 ,5-a]pyrimidin-7-amine; 

5- bromo-6-(2-chloro-6-fluoropRenyl)-7-cyclohexyl[1,2,4]triazolo[1,5- 
a]pyrimidine; 

6- (2-chloro-6-fluorophenyl)-7-cycld|iexyl[1,2,4]triazolo[1,5-a]pyrimidin-5- 
amine; 

[5-chloro-6-(2,4,6-trifluorophenyl^?^]triazolo[i I 5-a]pyrimidin-7-yl]-(2- 
methyl-1-trifluoromethyl-propyl)amim 

5-chloro-7-(3-cyclohexen-1 -yl)-6-(p,4,6-tn|luorophenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-chloro-7-(1-cyclohexen-1-yl)-6-(2,4,6-triflu^rophenyl)[1,2,4]triazolo[1,5- 
a]pyrimidine; 
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5-chloro-N-[\R)-2,2,2-trifluoro-1-methylethyl]-6-(2,4,6- 
trifluorophenyNM ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 



5- chloro-N-[(1 R)-Y2,2-trifluoro-1 -methylethyl]-6-(2,4,6- 
trifluorophenyl)[1 ,2Wriazolo[1 ,5-a]pyrimidin-7-amine; 

6- (2,4-difluorophenyl)v5-chloro-N-(2,2,2-trifluoro-1- 
methylethyl)[1 ,2,4]triazY>lo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-6-(2,6-difluoro-Amethoxyphenyl)-7-(4-methyl-1- 
piperidinyl)[1 ,2,4]triazolo[lV-a]pyrimidine; 

5^chloro-6-(2,6-difluoro^-mJkhoxyphenyl)-N-(2,2,2-trifIuoro-1- 
methylethyl)[1 ,2,4]triazolo[1 ,5^a]pyrimidin-7-amine; 

5-chloro-7-cyclohexyl-6-(2,6<lifl\oro-4-methoxyphenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; \ 



5-chloro-6-(2,6-difluoro^-methoxyp!henyl)-N-[(1S)-2,2,2-trifluoro-1- 
methylethyl][1 ,2,4]triazolo[1 ,5-a]pyrii*idin-7-amine; 

7-cyclohexyl-6-(2,6-difluoro^-i^^xJphenyl)-5-methoxy[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; lSv 

5-chloro-7-(4-fluorocyclohexyl)-6-(2,4,6^uor5^enyl)[1,2,4]triazolo[1,5- 
ajpyrimidine; \ 

5-chloro-6-(2,6-dichloro-4-fluorophenyl)-7-(3S,3- 
trifluoropropyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7^mine; 




-271- 



N-(se\butyl)-5-chloro-6-(2,6-dichloro-4-fluorophenyl)[1,2,4]triazolo[1,5- 
a]pyrimi^in-7-amine; 

4- {5-chlorW-[(2,2,2-trifluoro-1 -methylethyl)amino][1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-eWI}-3,6-difluorophenol; 

5- chloro-7-(3-c^!clohexen-1-yl)-6-(2,6-difluoro-4- 
methoxyphenyl)n^2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(2,6-diflu\ro-4-methoxyphenyl)[1,2,4]triazolo[1,5-a]pyrimidin-7- 
amine; \ 

5-chlopo-N-Gyclopentyl-^(2,6-difluoro-4-methoxyphenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 

5-chloro-6-(2,6-difluoro-4-me{hoxyphenyl)-7-(3,6-dihydro-1(2H)- 
pyridinyl)[1 ,2,4]triazolo[1 ,5-a]pVimidine; 

5-chloro-6-(2,6-difluoro-4-methoxy^Dhenyl)-7-(4- 
thiomorpholinyl)[1,2,4]triazol^U>alpyrimidine; 

7-(1 -azepanyl)-5-chloro-6-(2,6-difluo^sjnethoxyphenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-chloro-6-(2,6-difluoro-4-methoxyphenyl^N-(1,2,2- 
trimethylpropyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidm-7-amine; 

5-chloro-6-(2,6-difluoro-4-methoxyphenyl)-N-Mhyl-N-(2-methyl-2- 
propenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amin? 
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5- chloro-6-}e,6-difluoro-4-methoxyphenyl)-7-(4- 
fluorocyclohexyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

6- (4-{5-chloro-7V(2,2,24rifluoro-1-methylethyl)amino][1,2,4]triazolo[1,5- 
a]pyrimidin-6-yl}\5-difluorophenoxy)hexanoic acid; 

2,6-difluoro-4-(2-flud(roethoxy)phenyl]-N-(2 I 2,2-trifluoro-1- 
methylethyl)[1 ,2,4]triaVolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-N-isopropyl-6-{\[(trifluoromethyl)sulfanyl]phenyl}[1,2,4]triazolo[1,5 
a]pyrimidin-7-amine; 

5-chloro-N-[4-(trifluoromethyl)phenyl]-6-(2 I 4 I 6- 
trifluorophenyl)[1 ,2,4]triazolo[l\-a]pyrimidin-7-amine; 

5-chloro-N-(4,4,4-trifluoro-2-methylbutyl)-6-(2,4,6- 
trifluorophenyl)[1 ,2,4]triazolo[1 ,5-a]p\rimidin-7-amine; 

5-chloro-6-(2,6-difluoro-4-methoWfe^W)-7-(3-methyl-3- 
butenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidW; 

5-chloro-6-(2,6-difluoro-4-methoxyph^f1yTp^feobutyl[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

7- cyclopentyl-6-(2,6-difluoro-4-methoxyphenylY5-methoxy[1,2,4]triazolo[1 I J 
a]pyrimidine; 

5-chloro-6-(2-thienyl)-N-[(1 R)-2,2,2-trifluoro-1-m|thylethyl[1 ,2,4]triazolo[1 ,5 
a]pyrimidin-7-amine; 



V 
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4- (5-chlbro-7-(2,2,2-trifluoro-1 -methyl-ethylamino)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-6-yl]-3,5-difluoro-phenol; 

{5-chloro-6V6-difluoro-4-(2,2,2-trifluoro-ethoxy)-phenyl]-[1,2,4]triazolo[1,5- 
a]pyrimidin-7\}-(2,2,2-trifluoro-1-methyl-ethyl)amine; 

5- chloro-6-{2,6-diWoro-4-(methoxyphenyl)-N-(2,2,2-trifluoro-1- 
methylethyl)[1 ,2,4]flfcazolo[1 ,5-a]pyrimidin-7-amine; 

(5-chloro-6-{4-[2-(2-ettflDxyethoxy]-ethoxy]-2,6-difluoro- 
phenyl}[1 ,2,4]triazolo[1 ,S^]pyrimidin-7-yl-)-(2,2,2-trifluoro-1 - 
methylethyl)amine; \ 

(5-chloro-6-{2,6-difluoro^-[2\2-methoxy-ethoxy)ethoxy]-phenyl}- 
[1 ,2,4]triazolo[1 1 5-a]pyrimidin-7Wl-)-(2,2,2-trifIuoro-1 -methylethyl)amine; 

5-chloro-6-[2,6-difluoro-4-(3-furanVylmethoxy)phenyl[1,2,4]triazolo[1,5- 
a]pyrimidin-7-yl}-N-(2,2,2-trifIuoro-l\riethylethyl)amine; 

5-chloro-6-(2,5-difluoro-4-methoxyphenyl)-N-(1,2,2- 
trimethylpropyl)[1,2,4]triazol^|^a4pyrimKliri-7-amine; 

7-cyclohexyl-6-[2,6-difluoro-4-(2-mettraxyei^^^enyl]-5- 
methoxy[1 ,2,4]triazolo[1 ,5-a]pyrimidine; \ 

5-chloro-6-(2-fluoro-4-methoxy-6-chlorophenyl)^l-(2,2,2-trifluoro-1- 
methylethyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-aminV 

5-chloro-6-[2,6-difluoro-4-(2-fluoroethoxy)phenyl]-N\thyl-N-(2-methyl-2- 
propenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; \ 
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2-[2-(4-{5-cbloro-7-[(2,2,2-trifluoro-1 -methylethyl)amino][1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-6Wl}-3,5-difluorophenoxy)ethoxy]ethanol; 

5-chloro-6-(2,3-djfluoro-4-methoxyphenyl)-N-(2,2,2-trifluoro-1- 
methylethyl)[1 ,2,4Wiazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-6-{4-(2-fluordethoxy)-2,6-difluorphenyl}-N-(2,2,2-trifluoro-1- 
methylethyl)[1 ,2,4]triazdt|p[1 ,5-a]pyrimidin-7-amine; 

5-chloro-N-(4-chlorobenzy\6-(2-chloro-6-fluorophenyl)[1,2,4]triazolo[1,5- 
a]pyrimidin-7-amine; 



5-chloror6r(2-chloro-6-fluorophenyl)-7-[4-(2-pyridinyl)-1- 
piperazinyl][1 ,2,4]triazolo[1 ,5-a]pVimidine; 



5-chioro-6-(2-chloro-6-fluorophenyl)-^l-(1 -ethylpentyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-7-[4-<2-chlorophenyl)-1- 
piperazinyl][1 ,2,4]triazolo[1 ,5-a]pyrimidine;N 

5-chloro-6-(2-chloro-6-fluorophenyl)-7-[4-(4-^thoxyphenyl)-3-methyl-1- 
piperazinyl][1 ,2,4]triazolo[1 ,5-a]pyrimidin? 

5-chloro-N-cyclopentyl-6-(2-chloro-6-fluoropl^nyl)[1,2^l^iazolo[1,5- 
a]pyrimidin-7-amine; 

5-chloro-7-phenoxy-6-(4-methoxy-phenyl)[1,2,4]triazoY[1,5-a]pyrimidine; 

5-chloro-N-cyclopentyl-6-(4-methylphenyl)[1,2,4]triazolol|jl,5-a]pyrimidin-7- 
amine; 
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57-diphenoxy-6-(4-me\hoxyphenyl)[1,2,4]triazolo[1,5-a]pyrimidine; 

5-chloro-N-cyclopentyl-6-^-chlorophenyl)[1,2,4]triazolo[1 ,5-a]pyrimidin-7- 
amine; \ 

S-chloro-N.N-diethyl-e-^-meAxyphenylltl^^triazololl.S-alpyrimidin-?- 
amine; \ 

5^hloro-N,N<liethyl-6-[2 t 4-dichlor^henyl][1,2 l 4]triazolo[1,5-a]pyrimidin-7- 
amine; \ 

N-bicyclo[2.2.1]hept-2-yl-5-chloro-6-(2\-dichlorophenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrirnidin-7-amine; \ 

5-chloro-6-(2-chloro-6-fluorophenyl)-7-(1,4\dioxa-8-azaspiro[4.5]dec-8- 
yl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; \ 

5-cyano-7-(4-methyl-1-piperidinyl)-6-(2-chloro\5- 
fluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; \ 

5-(methylsulfanyl)-7-(4-methyl-1-piperidinX^Ah'o ro - 6 - 
fluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; jkV^V 

5-(methylsulfanyl)-7-(4-methyl-1-piperidinyl)-6-(2-ch|oro-5- 
(methylsulfanyl)phenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-7-(1 ,4-dioxa-8-azaspiro[4,5]dec-8-yl)-6-(4- \ 
methoxyphenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; \ 

5-chloro-N-ethyl-N-(2-methyl-2-propenyl)-6-(4- \ 
(methylsulfanyl)phenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amW; 
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2-methyl-67-di-(4methoxyphenyl)[1,2,4]triazolo[1,5-a]pyrimidine; 
2-methyl-6-phenyl-V(4-chlorophenyl)[1,2,4]triazolo[1,5-a]pyrimidine; 

2-trifluoromethyl-6-ph^i-7-(4-methoxyphenyl)[1,2,4]triazolo[1,5-a]pyrimidine; 

5 

57-diphenoxy-6-(2-methyibropyl)[1,2,4]triazolo[1,5-a]pyrimidine; 

S-chloro-e-tS^-difluoropheny^^isopropyOtl^^ltriazolofl.S-alpyrimidin-y- 
amine; 

10 

5-bromo-6-(4-bromophenyl)-7-dim^hylamino[1,2,4]triazolo[1,5-a]pyrimidine; 

5-bromo-6-(4-trifluoromethylphenyl)-7\limethylamino[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

15 

5-chloro-6-(3,4-difluorophenyl)-7-dimethyl\mino[1,2,4]triazolo[1,5- 
ajpyrimidine; 

5-chloro-6-(4-trifluoromethylphenyl)-N-(ethyl)[\2,4]triazolo[1,5-a]pyrimidin-7- 
20 amine; 

7-(1-azepanyl)-5-chloro-6-(44ert-butylphenyl)[1,2,)ntriazolo[1,5-a]pyrimidine; 

ethyl {[5-chloro-6-(2-chloro-6-fluorophenyl)[1,2,4^^ 
25 yl]amino}acetate; 

diethyl 5-chloro-6-(2,6-difluorophenyl)[1 ,2,4]triazolo[1 ,5-a^pyrimidin-7- 
malonate; 

30 5-chloro-6-(2,5-difluorophenyl)-N-(3-methyl-2-butenyl)[1 ,2,4]^iazolo[1 ,5- 
a]pyrimidin-7-amine; 
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[5-chloro-6-lj2-chloro-6-fluorophenyl)-[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-yl]acetic 
acid methyl efcter; 

5-chloro-6-(2 ) 6-<Ji(luorophenyl)-7-(2-ethyl-1 H-imidazol-1-yl)[1 ,2,4]triazolo[1 ,5- 
5 a]pyrimidine; 

5-chloro-N,N-diethyl-6^ 
a]pyrimidin-7-amine; 



10 ethyl [6-(2-chloro-6-fluoroph\nyl)-7-(4-methyl-1-piperidinyl)- [1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-5-yl]acetate; 



15 



5-chlo_ro-N-ethyl-N-(2-methyl-2-pr©penyl)-6-(4- 
phenoxyphenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

\ 

dimethyl 2-[5-chloro-6-(2-chloro-6-fluor^phenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin- 
7-yl]malonate; 



diethyl 2-{[5-chloro-6-(2-chloro-6-fluoropher^yl)[1 ,2,4]triazoio[1 ,5-a]pyrimidin-7- 
20 yl]oxy}-2-isobutylmalonate; 



£-a]pyrimidin-7-yl]-1 ,3- 



2-[5-chloro-6-(2-chloro-6-fluorophenyl)[1 ,2| 
cyclohexanedione; 




25 2-[5-chloro-6-(2-chloro-6-fluorophenyl)[1 ,2,4]triazol^[1 ,5-a]pyrimidin-7- 
yl]cyclohexanone; 



5-chloro-7-(3-nitro-4-methylanilino)-6-(2, 4, 6-trifluorop\enyl) 
[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 



30 
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7-cycIohexyl-6^ 1 6-difluoro-4-(2-methoxyethoxy)phenyl]5-(2- 
methoxyethoxy)[\2,4]triazolo[1 f 5-a]pyrimidine; 

7-(3-bromophenyl)}^thyl-6-(4-methoxyphenyl)[1,2,4]triazo 
5 ajpyrimidine; 

7-(3-bromophenyl)-6-(3-ch\rop 

7-(4-bromophenyl)-2-ethyl-6-[\(trifluoromethyl)phenyl][1,2,4^ 
10 a]pyrimidine; 



5-chloro-6-(2-chloro-6-fluorophenyl)\N-(3,4,5- 
trimethoxybenzyl)[1 ,2,4]triazolo[1 ,5-ajpyrimidin-7-amine; 



15 7-(2-benzyl-4,5-dihydro-1H-imidazol-1-yl\5-chloro-6-(2-chloro^ 
fluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin^ 

N-4-[5-chloro-6-(2-chloro-6-fl^ 
N,N-1-diethyl-1,4-pentanediamine; 

20 



5-chloro-N-(3-methyl-2-butenyl)-6-phenyl[1,2, 
amine; 



5-dimethy!amino-6-phenyl-N-cyclopert 



25 amine; 




1 ,5-a]pyrimidin-7- 



5-chloro-7-[(2-furylmethyl)sulfanyl]-6-(4-methoxyphenyl)[1,^4]triazolo[^ 
ajpyrimidine; 



30 6-[1 J'-biphenyll^-yl-S-chloro-N-cyclopentylfl ,2,4]triazolo[1 ,5-a]^yrimidin-7- 
amine; 
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6-[4-(benz^xy)phenyl]-5-chloro-N-isopropyl[1,2,4]triazolo[1,5-a]pyrimidi 



amine; 



5- chloro-N-^^-WhlorocyclopropylJmethyll-e^S^.S- 
5 trimethoxyphenyl)\2,4]triazolo[1,5-a]pyrimidin-7-amin 

N-cyclopentyl-6-(2-flu\ophenyl)-5^ 
amine; 

10 5-chloro-N-ethyl-6-(2-meth^^ 

6- (4-tert-butylphenyl)-5-chloro-\-isopropyl[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7- 
amine; 

15 5-chloro-6-[2,6-difluoro^-^ 

methylethyl)-l[1 ,2,4]triazolo[1 ,5-a]pyritoidin-7-amine; 



20 



5-chloro-6-[2,6-difluoro-4-(1-propenyloxyjDhenyl]-N-(2,2,2-trifluoro-1- 
methylethyl)-l[1 ,2,4]triazolo[1 ,5-a]pyrimidiiw-amine; 



5-chloro-N-(34ricyclo[2.2.1.0 2 ^hept-1-yl)-6-(2* 
trifluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidl 



,6- 



5-azido-7-cyclohexyl-6-(2-fluoro-6-chlorophenyln^2,4]triazolo[1,5- 
25 a]pyrimidine; 



5-azido-6-[2-ch!oro-6-fluorophenyl]-7-(4-methyl-1- 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 
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2,5-dic\loro-7-(4-methyl-1-piperidinyl)-6-[2-chloro-6- 

fluoroph\nyl][1 ,2,4]triazolo[1 ,5-a]pyrimidine or a pharmaceutical^ acceptable 
salt thereof is administered. 



45. A metho\of treating or inhibiting the growth of cancerous tumour cells 
and associatedVdiseases in a mammal in need thereof by administering to 
said mammal an^effective amount of a substituted triazolopyrimidine 
derivative having alpaclitaxel like mechanism of action on tubulin 
polymerization or a aharmaceutically acceptable salt thereof . 

46. The method according to Claim 45 wherein the substituted 
triazolopyrimidine derivative is a compound selected from those of the 
formula: 




wherein: 

R 1 is selected from the group consisting of 
alkyl of 1 to 12 carbon atoms, optionally substif 
atoms, optionally substituted alkynyl of 2 to 12 
substituted alkadienyl of 4 to 12 carbon atoms, 



atoms, optionally substituted aryl of 6, 10 or 14 carb 
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n, an optionally substituted 
d alkenyl of 2 to 12 carbon 
on atoms, optionally 
of 1 to 12 carbon 
atoms, -CN, hydroxy, 



• 



halogeV carbamoyl, carboxy, alkoxycarbonyl of 2 to 12 carbon atoms, 
heterocyW optionally substituted bicycloalkyl of 5 to 10 carbon atoms, 
optionally substituted cycloalkyl of 3 to 8 carbon atoms in which one -CH 2 - 
may also beVplaced by -O-, -S-, or -NR' where R' is H or an alkyl group of 1 
to 12 carbon aflams, thiophene, optionally substituted cycloalkenyl of 5 to 10 
carbon atoms in^hich one -CH 2 - may also be replaced by -O-, -S-, or - 
NR' where R' is h\ an alkyl group of 1 to 12 carbon atoms, -S-aryl of 6, 10 
or 14 carbon atoms,\-alkyl of 1 to 12 carbon atoms, -S-cycloalkyl of 3 to 8 
carbon atoms, -S-alken\l of 2 to 12 carbon atoms, -S0 2 aryl of 6, 10 or 14 
carbon atoms, -S0 2 cyclo\jkyl of 3 to 8 carbon atoms, -S0 2 alkyl of 1 to 12 
carbon atoms, -O-aryl of e\o or 14 carbon atoms, and the moiety -NR a R b ; 

R a is H, optionally substituted aSkyl of 1 to 12 carbon atoms, optionally 
substituted alkenyl of 2 to 12 carbon atoms, optionally substituted alkynyl of 
2 to 12 carbon atoms.optionally substituted alkadienyl of 4 to 12 carbon 
atoms, optionally substituted cycloalbl of 3 to 8 carbon atoms, in which one 
-CH 2 - may also be replaced by -O-, -St, or-NR' where R' is H or an alkyl 
group of 1 to 12 carbon atoms, optionall\substituted cycloalkenyl of 5 to 10 
carbon atoms, in which one -CH 2 - may also be replaced by-O-, -S-, or-NR' 
where R' is H or an alkyl group of 1 to 12 carbon atoms, optionally substituted 
bicycloalkyl of 5 to 10 carbon atoms, optionally substituted tricycloalkyl, 
haloalkyl of 1 to 10 carbon atoms, aryl of 6,5jQ\r 14 carbon atoms, 
heterocyclyl, benzyl, optionally substituted ben^^^oalkyl of 3 to 8 carbon 
atoms or a 3- to 6-membered heterocyclyl ring, opIS^aifoprtho-fused with an 
optionally substituted phenyl ring ; 



R b is H, an optionally substituted alkyl of 1 to 12 carbontetoms, optionally 
substituted alkenyl of 2 to 12 carbon atoms, optionally substituted alkynyl of 2 
to 12 carbon atoms, optionally substituted alkadienyl of 4 tVl2 carbon atoms, 
optionally substituted aryl of 6, 10 or 14 carbon atoms, optimally substituted 



-282- 



bicycloalkylYf 5 to 10 carbon atoms, optionally substituted cycloalkyl of 3 to 
10 carbon atoVis in which one -CH 2 - may also be replaced by -O-, -S-, or 
-NR' where R' ikhl or an alkyl group of 1 to 12 carbon atoms, optionally 
substituted cycloa\kenyl of 5 to 10 carbon atoms in which one -CH 2 - may also 
be replaced by -0-\s-, or -NR' where R' is H or an alkyl group of 1 to 12 
carbon atoms, -S-aryltaf 6, 10 or 14 carbon atoms, -S-alkyl, -S-alkenyl, 
-S0 2 aryl of 6, 10 or 14 Wbon atoms, -S0 2 cycloalkyl, -S0 2 alkyl, -O-aryl of 6, 
10 or 14 carbon atoms, hteterocyclyl, benzyl, optionally substituted benzyl, 
cycloalkyl of 3 to 8 carbon\toms or a 3- to 6-membered heterocyclyl ring, 
optionally ortho-fused with all optionally substituted phenyl ring ; 

R a R b together with the nitrogenMom to which each is attached represent an 
optionally substituted saturated oY unsaturated heterocyclyl ring from 3 to 12 
ring atoms in which optionally, at least one -CH 2 - may optionally be 
replaced by-O-, -S-, or-NR whereV is H or an alkyl group of 1 to 12 carbon 
atoms, said saturated or unsaturated (Werocyclyl ring may optionally be aryl 
or cycloalkyl fused; \ 

R 2 is H, optionally substituted alkyl of 1 to 1& carbon atoms, amino, hydroxy, 
alkylthio of 1 to 12 carbon atoms, cyano, carbamoyl, optionally substituted 
alkoxy of 1 to 12 carbon atoms, optionally substituted cycloalkyl of 3 to 8 
carbon atoms, optionally substituted aryl of 6, TQ or 14 carbon atoms, 
carboxy, alkoxycarbonyl of 2 to 12 carbon atoms\aryloxy, benzyloxy, thienyl, 
heterocyclyl or halogen; \ 

R 3 is H, halogen, alkyl of 1 to 12 carbon atoms, all^es&of 1 to 12 carbon 
atoms, aryloxy, -NR c R d , benzyloxy, aralkyloxy, halo^jKxy^fl to 12 carbon 
atoms, alkylthio of 1 to 12 carbon atoms, heterocyclyl, fcikyl, hydroxy, 
carbamoyl, carboxy, alkoxycarbonyl of 2 to 12 carbon atoms, cyano, amino, 
alkylamino of 1 to 12 carbon atoms, dialkylamino of 1 to 1& carbon atoms, or 
~N 3 ; \ 
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R c is H, amin\ optionally substituted alkyl of 1 to 12 carbon atoms, haloalkyl 
of 1 to 10 carbon atoms, optionally substituted alkenyl of 2 to 12 carbon 
atoms, optionallyVsubstituted alkynyl of 2 to 12 carbon atoms, optionally 
substituted alkadieVyl of 4 to 12 carbon atoms, optionally substituted 
cycloalkyl of 3 to 1 0 \arbon atoms, in which one -CH 2 - may also be 
replaced by -O-, -S-,\-NR where R is H or an alkyl group of 1 to 12 carbon 
atoms optionally substituted cycloalkenyl of 5 to 10 carbon atoms, in which 
one -CH 2 - may also be replaced by -O-, -S-, or -NR where R is H or an 
alkyl group of 1 to 12 carbo\atoms optionally substituted bicycloalkyl of 5 to 
10 carbon atoms, aryl of 6, 10k>r 14 carbon atoms, benzyl , optionally 
substituted benzyl, heterocyclyl 

R d is H, amino, optionally substituted alkyl of 1 to 12 carbon atoms, haloalkyl 
of 1 to 1 0 carbon atoms, optionally substituted alkenyl of 2 to 1 2 carbon 
atoms, optionally substituted alkynyl ofte to 12 carbon atoms, optionally 
substituted alkadienyl of 4 to 12 carbon atoms, optionally substituted 
cycloalkyl of 3 to 1 0 carbon atoms, in which one -CH 2 - may also be 
replaced by-O-, -S-, or-NR where R is hV an alkyl group of 1 to 12 carbon 
atoms optionally substituted cycloalkenyl of ^to 10 carbon atoms, in which 
one -CH 2 - may also be replaced by -O-, -S-.V -NR where R is H or an 
alkyl group of 1 to 12 carbon atoms optionally substituted bicycloalkyl of 5 to 
10 carbon atoms, aryl of 6, 10 or 14 carbon IS^jjM^benzyl • oP tional| y 
substituted benzyl, heterocyclyl; 




R c R d together with the nitrogen atom to which eac\i is attached represent an 
optionally substituted heterocyclyl ring from 3 to 8 ring atoms optionally 
substituted in which one -CH 2 - may also be replaced by -S-, or-NR' 
where R' is H or alkyl of 1 to 12 carbon atoms; 
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R 4 is H, optionally substituted alkyl of 1 to 12 carbon atoms, optionally 
substituted alkoV of 1 to 12 carbon atoms, amino, alkyl amino of 1 to 12 
carbon atoms, dialkylamino of 1 to 12 carbon atoms, alkylthio of 1 to 12 
carbon atoms, halogen, cyano, carboxy, alkoxycarbonyl of 2 to 12 carbon 
atoms, heterocyclyl, halogen, carbamoyl, optionally substituted aryl of 6, 10 or 
14 carbon atoms, or -C^; 

provided that when: a) R\is diethylamino, R 3 is chloro, R 4 is hydrogen, R 2 is 
not 4-trifluoromethylphenyr\3,4-dichlorophenyl, 4-chlorophenyl, 3-chloro-4- 
methoxyphenyl; b) R 1 is dieflfcylamino, R 3 is bromo, R 4 is hydrogen, R 2 is not- 
4-trifluoromethylphenyl; c) R 1 \ isopropylamino, R 3 is chloro, R 4 is hydrogen, 
R 2 is not 2-benzyloxyphenyl or 3Y4,5-trimethoxyphenyl; d) R 1 is 
cyclopentylamino, R 3 is chloro, R 4 Ns hydrogen, R 2 is not 3,4,5- 
trimethoxyphenyl, 2-napthyl or 2-sWbene; e) R 1 is 2-amino- 
bicyclo(2.2.1.)heptyl, R 3 is chloro, R 4 is hydrogen, R 2 is not 3,4,5- 
trimethoxyphenyl and f) R 1 is diethylamino, R 3 is chloro, R 4 is hydrogen, R 2 is 
not 4-trifluoromethylphenyl and g) R 1 isVl ,1-trifluoroethoxy, R 3 is chloro, R 4 
is hydrogen, R 2 is not 2-chloro-6-fluorophe^yl h) R 1 is -S0 2 ethyl or 
-S0 2 cyclopentyl, R 3 is chloro, R 4 is hydrogen, R 2 is not 2-chloro-6- 
fluorophenyl; i) R 4 is hydrogen, R 2 is 2-chloroVfluorophenyl, R 1 and R 3 are 
not 1 ,2,4-triazole; j) R 1 is cyclohexyl, R 4 is hydrbgen, R 2 is 2,4,6- 



is ethyl, R 3 is hydrogen and R 2 is not 2-methoxyphenyl, 4-methoxyphenyl, and 
4-trifluorophenyl; I) R 2 is phenyl, R 3 is chloro, R 4 isViydrogen R 1 is not 
(2E)-3,7-dimethyl-2,6-octadienyl \ 
or a pharmaceutical^ acceptable salt thereof. \ 

47. The method according to claim 46 wherein ^"^^^v 
R 1 is selected from the group consisting of an optionally substituted alkyl of 1 
to 12 carbon atoms, optionally substituted alkenyl of J to f2 carbon atoms, 
optionally substituted alkynyl of 2 to 12 carbon atoms, optionally substituted 
alkadienyl of 4 to 12 carbon atoms, optionally substituted aryupf 6, 10 or 14 



trifluorophenyl, and R 3 is not 
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m 



carbon atoms, optlfonally substituted bicycloalkyl of 5 to 10 carbon atoms, 
optionally substituted cycloalkyl of 3 to 8 carbon atoms in which one -CH 2 - 
may also be replaced\by -O-, -S-, or — NR' where R' is H or an alkyl group of 1 
to 12 carbon atoms, optionally substituted cycloalkenyl of 5 to 10 carbon 

5 atoms in which one -Ch\ may also be replaced by -O-, -S-, or -NR' where 
R' is H or an alkyl group ofVI to 12 carbon atoms, -S-aryl of 6, 10 or 14 carbon 
atoms, -S-alkyl of 1 to 12 carbon atoms, -S-alkenyl of 2 to 12 carbon atoms, 
-S0 2 aryl of 6, 10 or 14 carboV atoms, -S0 2 cycloalkyl of 3 to 8 carbon atoms, 
-S0 2 alkyl of 1 to 12 carbon atowis, -O-aryl of 6, 10 or 14 carbon atoms, and 

10 the moiety — NR a R b or a pharmaceutical^ acceptable salt thereof is 
administered. 

48. The method according to claim 46 wherein R a and R b each independently 
represent the moiety -C*H(R e )(R f ) wrfere R e and R f independently represent 

15 an optionally halo-substituted alkyl groCto of 1 to 12 carbon atoms where C* 
represents the (R) or (S) isomer or a pha^rmaceutically acceptable salt thereof 
is administered. 

49. The method according to claim 46 wherein R 2 is optionally substituted aryl 
20 of 6, 10 or 14 carbon atoms, aryloxy, thienyl, benzyloxy, heterocyclyl or 

halogen or a pharmaceutically acceptable salt\jjhereof is administered. 

50. The method according to claim 46 whe^eiriR 3 is halogen, alkyl of 1 to 12 
carbon atoms, alkoxy of 1 to 12 carbon atomsSaraoxy, -NR c R d , benzyloxy, 

25 aralkyloxy, haloalkoxy of 1 to 12 carbon atoms, ajf§tffeS^of 1 to 12 carbon 
atoms, hydroxy, cyano, amino, alkylamino of 1 toV2Varbon^toms, 
dialkylamino of 1 to 12 carbon atoms, or -N 3 or a pfoairnaceutically acceptable 
salt thereof is administered. 

30 51 . The method according to claim 46 wherein R 4 is H, optionally substituted 
alkyl of 1 to 12 carbon atoms, optionally substituted alkox^ of 1 to 12 carbon 
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atoms, amino, aVyl amino of 1 to 12 carbon atoms, dialkylamino of 1 to 12 
carbon atoms, -QF3 or a pharmaceutical^ acceptable salt thereof is 
administered. \ 

52. The method according to claim 46 wherein R 1 is selected from the group 
consisting of an optionally substituted alkyl of 1 to 12 carbon atoms, optionally 
substituted alkenyl of 2fo 12 carbon atoms, optionally substituted alkynyl of 2 
to 12 carbon atoms, optionally substituted alkadienyl of 4 to 12 carbon atoms, 
optionally substituted aryl df 6, 10 or 14 carbon atoms, optionally substituted 
bicycloalkyl of 5 to 10 carbokatoms, optionally substituted cycloalkyl of 3 to 8 
carbon atoms in which one -(^H 2 - may also be replaced by -O-, -S-, or -NR* 
where R' is H or an alkyl group\>f 1 to 12 carbon atoms, optionally substituted 
cycloalkenyl of 5 to 10 carbon atoms in which one -CH 2 - may also be 
replaced by-O-, -S-, or-NR' whlre R' is H or an alkyl group of 1 to 12 
carbon atoms, -S-aryl of 6, 10 or A carbon atoms, -S-alkyl of 1 to 12 carbon 
atoms, -S-alkenyl of 2 to 12 carbon Moms, -S0 2 aryl of 6, 10 or 14 carbon 
atoms, -S0 2 cycloalkyl of 3 to 8 carbon^ atoms, 

-S0 2 alkyl of 1 to 12 carbon atoms, -O-Vyl of 6, 10 or 14 carbon atoms, and 
the moiety -NR a R b wherein R a R b are optionally taken together with the 
nitrogen to which each is attached or a pftarmaceutically acceptable salt 
thereof is administered. 

53. The method according to claim 46 wherein R 2 is optionally substituted 
aryl of 6, 10 or 14 carbon atoms or hets^ycl^l or a pharmaceutical^ 
acceptable salt thereof is administered. 




54. The method according to claim 46 wherein R^is hatbgen, alkoxy of 1 to 
12 carbon atoms, -NR c R d , haloalkoxy of 1 to\^2 carbon atoms, alkylthio of 1 
to 12 carbon atoms, cyano, amino, alkylamino of 1 to 12 carbon- atoms, 
dialkylamino of 1 to 12 carbon atoms, or -N 3 or a pharmaceutical^ acceptable 
salt thereof is administered. 
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55. The method\ccording to claim 46 wherein R 4 is H, optionally substituted 
alkyl of 1 to 12 carbon atoms, amino, alkyl amino of 1 to 12 carbon atoms, 
dialkylamino of 1 tc\l2 carbon atoms, -CF 3 or a pharmaceutical^ acceptable 
salt thereof is administered. 



i fi 



10 



15 



56. The method according to claim 46 wherein R 1 is selected from the group 
consisting of an optionall\substituted alkyl of 1 to 12 carbon atoms, optionally 
substituted cycloalkyl of 3 t& 8 carbon atoms in which one -CH 2 - may also be 
replaced by -O-, -S-, or -NRl where R' is H or an alkyl group of 1 to 12 
carbon atoms, optionally substituted cycloalkenyl of 5 to 10 carbon atoms in 
which one -CH 2 - may also be replaced by -O-, -S-, or -NR' where R' is H or 
an alkyl group of 1 to 12 carbon atoms, -S-aryl of 6, 10 or 14 carbon atoms, 
-S-alkyl of 1 to 12 carbon atoms, -Valkenyl of 2 to 12 carbon atoms, 
-S0 2 aryl of 6, 10 or 14 carbon atoira, -S0 2 cycloalkyl of 5 to 10 carbon atoms, 
-S0 2 alkyl of 1 to 12 carbon atoms, and the moiety -NR a R b wherein R a R b are 
optionally taken together with the nitro&en to which each is attached or a 
pharmaceutical^ acceptable salt thereo\is administered. 



20 57. The method according to claim 46 wherein R 2 is optionally substituted 

aryl of 6, 10 or 14 carbon atoms or a pharmaceutical^ acceptable salt thereof 
is administered. 



is halogen, alkoxy of 1 to 
;arbon atoms, alkylthio of 1 
ally acceptable salt 



58. The method according to claim 46 wherein 71 ^ 3 
25 12 carbon atoms, -NR c R d , haloalkoxy of 1 
to 12 carbon atoms, cyano, or -N 3 or a pharm 
thereof is administered. 



59. The method according to claim 46 wherein R 4 is H or a pharmaceutical^ 
30 acceptable salt thereof is administered. 
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60. The method aLording to claim 46 wherein R 1 is selected from the group 
consisting of an optionally substituted cycloalkyl of 3 to 8 carbon atoms in 
which one -CH 2 - may\also be replaced by -O-, -S-, or -NR' where R' is H or 
an alkyl group of 1 to Acarbon atoms, optionally substituted cycloalkenyl of 
5 to 10 carbon atoms in wiich one -CH 2 - may also be replaced by -O-, -S-, 
or -NR' where R' is H or a\ alkyl group of 1 to 12 carbon atoms, -S-aryl of 6, 
10 or 14 carbon atoms, -S-aVyl of 1 to 12 carbon atoms, -S-alkenyl of 2 to 12 
carbon atoms, -S0 2 aryl of 6,V) or 14 carbon atoms, -S0 2 cycloalkyl of 3 to 8 
carbon atoms, -S0 2 alkyl of 1 toV|2 carbon atoms, and the moiety -NR a R b 
wherein R a R b are optionally takerh together with the nitrogen to which each is 
attached; R 2 is optionally substituted phenyl; R 3 is halogen, alkoxy of 1 to 12 
carbon atoms, -NR c R d , haloalkoxy\f 1 to 12 carbon atoms, alkylthio of 1 to 
12 carbon atoms, cyano, or -N 3 ; R 4 \ H or a pharmaceutical^ acceptable salt 
thereof is administered. \ 

61 . The method according to claim 46 wberein R 1 is the moiety -NR a R b 
wherein R a R b are optionally taken togethentovith the nitrogen to which each is 
attached; R 2 is optionally substituted phenyl R 3 is halogen, alkoxy of 1 to 12 
carbon atoms, -NR c R d , haloalkoxy of 1 to 12Wbon atoms, alkylthio of 1 to 
12 carbon atoms, cyano, or -N 3 ; R 4 is H or a rJharmaceutically acceptable salt 
thereof is administered. \ 

62. The method according to claim 46 wherein R 1 \s the moiety — NR a R b 
wherein R a R b are optionally taken together witfi^toeVitrogen to which each is 
attached; 

R 2 is optionally substituted phenyl; I ^ 

R 3 is halogen, alkoxy, -NR c R d , haloalkoxy of 1 to \ caTtbon atoms, alkylthio 
of 1 to 12 carbon atoms, cyano, or -N 3 ; \ \ 

R 4 is H; \ 
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R a is H, optional!* substituted alkyl of 1 to 12 carbon atoms, optionally 
substituted alkenyl of 2 to 12 carbon atoms, optionally substituted alkadienyl 
of 4 to 12 carbon atoms, optionally substituted cycloalkyl of 3 to 8 carbon 
atoms, in which oneVCH 2 - may also be replaced by -O-, -S-, or-NR' where 
R' is H or an alkyl groVip of 1 to 12 carbon atoms, optionally substituted 
cycloalkenyl of 5 to IfjWrbon atoms, in which one -CH 2 - may also be 
replaced by -O-, -S-, o\-NR' where R' is H or an alkyl group of 1 to 12 
carbon atoms, haloalkyl^M to 10 carbon atoms, aryl of 6, 10 or 14 carbon 
atoms, heterocyclyl, benzyl optionally substituted benzyl; R b is H, an 
optionally substituted alkyl \ 1 to 12 carbon atoms, optionally substituted 
alkenyl of 2 to 12 carbon atoVis, optionally substituted alkadienyl of 4 to 12 
carbon atoms, optionally sub*Wited aryl of 6, 10 or 14 carbon atoms, 
optionally substituted cycloalkAof 3 to 8 carbon atoms in which one -CH 2 - 
may also be replaced by -O-, -4, or -NR' where R' is H or an alkyl group of 1 
to 12 carbon atoms, optionally substituted cycloalkenyl of 5 to 10 carbon 
atoms in which one -CH 2 - may alsfo be replaced by -O-, -S-, or -NR' where 
R' is H or an alkyl group of 1 to 12 cWbon atoms, -S-aryl of 6, 10 or 14 carbon 
atoms, -S-alkyl of 1 to 12 carbon atotos, -S-alkenyl of 2 to 12 carbon atoms, 
-S0 2 aryl of 6, 10 or 14 carbon atoms,\s0 2 cycloalkyl of 3 to8 carbon atoms, 
-S0 2 alkyl of 1 to 12 carbon atoms, -O-aVyl of 6, 10 or 14 carbon atoms; 
R a R b together with the nitrogen atom to which each is attached represent an 
optionally substituted saturated or unsaturated heterocyclyl ring from 3 to 12 
ring atoms in which optionally, at least onl -CH 2 - may also be replaced by 
-O-, -S-, or-NR where R is H or an alkyl gWip of 2 to 12 carbon atoms, said 
saturated or unsaturated heterocyclyl ij^may optionally be aryl or cycloalkyl 
fused; ^^/vv 

R c is H, amino, optionally substituted alkylVf 1 h 12 da^bon atoms, haloalkyl 
of 1 to 10 carbon atoms, optionally substitute alkenyl of 2 to 12 carbon 
atoms, optionally substituted alkadienyl of 4 to\12^carbon atoms, optionally 
substituted cycloalkyl of 3 to 8 carbon atoms, in which one -CH 2 - may also 
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be replaced by -O-, -S-, 6Y-NR where R is H or an alkyl group of 1 to 12 
carbon atoms optionally substituted cycloalkenyl of 5 to 10 carbon atoms, in 
which one -CH 2 - may also \e replaced by -O-, -S-, or -NR where R is H or 
an alkyl group of 1 to 12 carbcVi atoms optionally substituted bicycloalkyl of 5 
to 10 carbon atoms, aryl of 6, l\or 14 carbon atoms, benzyl , optionally 
substituted benzyl, heterocyclyl; 



Lfl 



Us 



R d is H, amino, optionally substitute^ alkyl of 1 to 12 carbon atoms, haloalkyl 
of 1 to 10 carbon atoms, optionally substituted alkenyl of 2 to 12 carbon 

10 atoms, optionally substituted alkadienylof 4 to 12 carbon atoms, optionally 
substituted cycloalkyl of 3 to 10 carbon atoms, in which one -CH 2 - may also 
be replaced by -O-, -S-, or -NR where f4is H or an alkyl group of 1 to 12 
carbon atoms optionally substituted cycloakenyl of 5 to 10 carbon atoms, in 
which one -CH 2 - may also be replaced byVO-, -S-, or -NR where R is H or 

15 an alkyl group of 1 to 12 carbon atoms optionally substituted bicycloalkyl of 5 
to 10 carbon atoms, aryl of 6, 10 or 14 carbon\itoms, benzyl , optionally 
substituted benzyl, heterocyclyl; 



R c R d together with the nitrogen atom to which each is attached represent an 
20 optionally substituted heterocyclyl ring fro^^to 8 rang atoms optionally 
substituted in which one -CH 2 - may also be ire^i^^by -O-, -S-, or -NR' 
where R' is H or alkyl of 2 to 20 carbon atoms qf^^gHiaceutically 
acceptable salt thereof is administered. \ ^ 

25 63. The method according to claim 46 wherein R 1 is the moiety -NR a R b 

W herein R a R b are optionally taken together with the nitrogen to which each is 
attached; 

R 2 is selected from 
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CH 3 
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(CH 2 )20(CH 2 )20C 2 H5 



(CH2)20(CH 2 )20CH3 




OCHq 
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,CH 2CH2F 




,(CH 2 ) 2 OCH 3 



and 




OCH2- 



R 3 is halogen, alkoxy, -NR°R d , haloalkoxy^f 1 to 12 carbon atoms, alkylth' 
of 1 to12 carbon atoms, cyano, or -N 3 ; 

R 4 is H or a pharmaceutical^ acceptefejesalt^hereof is administered. 
64. The method according to claim 46vHj^reiAR 1 is the moiety -NR a R b 
wherein R a R b are optionally taken together wji&3^e>Qitrogen to which each 
attached and wherein R 1 is selected from 
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R 2 is optionally substituted phenyl; 

R 3 is halogen\lkoxy of 1 to 12 carbon atoms, -NR c R d , haloalkoxy of 1 to 12 

carbon atoms, alWlthio of 1 to 12 carbon atoms, cyano, or-N 3 ; 

R 4 is H or a pharmaceutical^ acceptable salt thereof is administered. 

65. The method according to claim 46 wherein R 1 is the moiety -NR a R b 
wherein R a R b are optionallWaken together with the nitrogen to which each is 
attached and wherein R 1 is selected from 




-304- 




-305- 




-306- 




-307- 




-308- 



9 H 3 




R is optionally substituted thienyl; 
R 3 is halogen, alkoxy of 1 to 12 carbon atoms, -NR c R d , haloalkoxy of 1 to 12 
carbon atoms, alkylthio of 1 to 12 carbon atoms, cyano, or -N 3 ; 



R is H or a pharmaceutically acceptable sal 
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thereof is administered. 



66.trhe method according to claim 46 wherein said compound selected from: 
7-(1-Lepanyl)-5-chloro-6-phenyl[1,2,4]triazolo[1,5-a]pyrimidine; 

5 5-chlor\6-(2,6-difluorophenyl)-7-(4-methyl-1-piperidinyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimialne; 

5-chloro-6-Ymethoxyphenyl)-7-(1-piperidinyl)[1,2,4]triazolo[1,5-a]pyrimidine; 

10 5-chloro-6-(2-fchloro-6-fluorophenyl)-7-(4-methyl-1 - 
piperidinyl)[1 ,2\4]triazolo[1 ,5-a]pyrimidine; 

7-(1 -azepanyl)-^chloro-6-(2-chloro-6-fluorophenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 



15 



5-chloro-6-(2-chloro^-fluorophenyl)-7-(2-methyl-1- 
piperidinyl)[1 ,2,4]triazdlo[1 ,5-a]pyrimidine; 

5-chloro-6-(2-chloro-6-flu\rophenyl)-7-(4-thiomorpholinyl)[1,2,4]triazolo[1 > 5- 
20 alpyrimidine; 

methyl [[5-chloro-6-(2-chloro\-fluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7- 
yl](methyl)amino]acetate; 

25 5-chloro-6-(2-chloro-6-fluoroph^ayl)-N-(1 ,1 ,3,3- 

tetramethylbutyl)[1,2,4]triazolClka]pyrimidin-7-amine; 

7-(1 -azepanyl)-5-chloro-6-(4-meth\xyphenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 
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-(1 -azepanyl)-6-(4-bromophenyl)-lchloro[1 ;2,4]triazolo[1 ,5-a]pyrimidine; 
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5- chloro-7-(\piperidinyl)-6-[2-(trifluoromethyl)phenyl][1,2,4]triazolo[1,5- 
a]pyrimidine; 

6- (4-tert-butylph\nyl)-5-chloro-7-(4-methyl-1 -piperidinyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-chloro-6-(4-metho\phenyl)-7-(4-methyl-1 -piperidinyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5- chloro-6-(4-methoxyph\iyl)-7-(3-methyl-1 -piperidinyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

6- (4-bromophenyl)-5-chloro-7\3-methyl-1 -piperidinyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-chloro-6-(3,4-difluorophenyl)-7-(\methyl-1 -piperidinyl)[1 ,2,4]triazolo[1 ,£ 
a]pyrimidine; 

5-chloro-6-(2,6-dichlorophenyl)-^^ ,2,4]triazolo[1 
a]pyrimidine; 



5-chloro-6-(2-chlorophenyl)-7-(2 
a]pyrimidine; 




rrolidinyl)[1 ,2,4]triazolo[1 ,5- 



7-(1 -azepanyl)-5-chloro-6-(3-chloro-4-methoxypl|enyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-chloro-6-(3-chloro-4-methoxyphenyl)-7-(4-methyl- 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 
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5- chloro-V(3-chloro-4-methoxyphenyl)-7-(2-methyl-1- 
piperidinyljM ,2,4]triazolo[1 ,5-a]pyrimidine; 

6- (4-tert-butyl^enyl)-5-chloro-7-(2-methyl-1-piperidinyl)[1,2,4]triazolo[1,5- 
5 a]pyrimidine; 

5-chloro-7-(2-metiVl-1-P'Peridinyl)-6-[3- 
(trifluoromethyl)phe\yl][1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

10 Diethyl 2-[6-(2,6-difluo\ophenyl)-5-ethoxy[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7- 
yl]malonate; 

7- (azepanyl)-5-chloro-6-{2\chloro-6-nitrophenyl}[1 ,2,4}triazolo[1 ,5- 
a]pyrimidine; 

15 

5-chloro-6-(2-chloro-6-fluoropl»enyl)-N-ethyl-N-(2-methyl-2- 
propenyl)[1 ,2,4]triazolo[1 ,5-a]pVimidin-7-amine; 

5-chloro-6-(2-chloro-6-fluorS?^(4l)-N-(2,2,2- trifluoroethyl)[1 ,2,4]triazolo[1 ,5- 
20 a]pyrimidin-7-amine; 

5-chloro-6-(2-chloro-6-fluorophe^)-^r[(2,2-dichlorocyclopropyl)methyl]-N- 
methyl[1 ,2,4]triazolo[1 ,5-aJpyrimidiiW-Vriine; 

25 1 -[5-chloro-6-(2-chloro-6-fluorophenyl)[1 ,2^4]triazplo[1 ,5-a]pyrimidin-7-yl]-3- 
piperidinol; 




N-bicyclo[2.2.1]hept-2-yl-5-chloro-6-(3-chloro-4^ 
methoxyphenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-2imine; 



30 
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5-chloro-6-(2\5-difluorophenyl)-N-dodecyl[1 ,2,4]triazolo[1,5-a]pyrimidin-7- 
amine; 

5-chloro-7-(4-m\hyl-1-piperidinyl)-6-(2,3,6- trifluorophenyl)[1 ,2,4]triazolo[1 ,5 
a]pyrimidine; 

N-[5-chloro-6-(2,3,6%luorophenyl)[1,2,4]triazolo[1,5-a]pyrimidin-7-yl]-N- 
isopropylamine; 

5-chloro-N-ethyl-N-(2-meihyl-2-propenyl)-6-(2,3,6 
trifluorophenyl)[1 ,2,4]triazdlo[1 ,5-a]pyrimidin-7-amine; 



N-allyl-5-chloro-6-(2-chloro-6^Jorophenyl)-N-(2-methyl-2- 
propenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-6-(2-chloro-6-fluorophenyl)[1,2,4]triazolo[1,5-a]pyrimidin-7-amine; 

5-chloro-6-(3-chloro-4-methoxyph^ 
a]pyrimidin-7-amine; 

5-chloro-6-(3-chloro^-methoxyphenyl)^-(3,3-dimethyl-1- 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin^ 



5-chloro-N-(3-chloropropyl)-N-me 
trifluorophenyl)[1 ,2,4]triazolo[1 ,5-alDvn 




ne; 



7-(1 -azocanyl)-5-chloro-6-(2,3,6-trifluorophenW[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-chloro-6-(2,6-difluorophenyl)-7-(3,6-dihydro-1(2li^)- 
pyridinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 
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7-(1-az\;anyl)-5-chloro-6-(2 > 6-difluorophenyl)[1 ) 2 I 4]triazolo[1,5-a]pyrimidine; 

5-methoxy^-(2-chloro-6-fluorophenyl)-7-(4-methyl-1- 
piperidinyl)[\2,4]triazolo[1,5-a]pyrimidine; 

[5-chloro-6-(2\hloro-6-fluorophenyl)[1,2,4]triazolo[1,5-a]pyrimidin-7- 
yl] methanol; 

1 -[5-chloro-6-(2,6-difluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-yl]-4- 
piperidinol; \ 

5-chloro-7-(4-chloro-1-^jperidinyl)-6-(2,6-difluorophenyl)[1,2,4]triazolo[ 



a]pyrimidine; 



5-chloro-7-(4-thiomorpholin\l)-6-(2,3,6-trifluorophenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-chloro-6-(2,6-difluorophenyl)-7^2,4-dimethyl-1- 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrJmidine; 

7-(4-methyl-1-piperidinyl)-5^mino-6^2-chloro-6- 
fluorophenyl)[1 ^^Itriazolotl^^f^riraidine; 



5-chloro-6-(2,6-difluorophenyl)-7i 
yl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine| 



Jro-1 H-pyrrol-1 - 



5-chloro-6-(2-chloro-6-fluorophen\)-7-(2,5-^methyl-2,5-dihydro-1H-pyrrol-1- 
yl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-7-(2-ethyl-^H-imidazol-1- 
yl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 
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7-(4-bromo-1\piperidinyl)-5-chloro-6-(2-chloro-6- 
fluorophenyl)[\2,4]triazolo[1,5-a]pyrimicline; 

5- chloro-6-(2-me%lphenyl)-7-(4-thiomorpholinyl)[1,2,4]triazolo[1,5- 
a]pyrimidine; 

6- (2-bromophenyl)-N^ec-butyl)-5-chloro[1,2,4]triazolo[1 ,5-a]pyrimidin-7 
amine; 




5-chloro-N-ethyl-6-(4-methoxyphenyl)-N-(2-methyl-2- 
propenyl)[1 ,2,4]triazolo[1 ,5\a]pyrimidin-7-amine; 



5-chloro-6-(4-methoxyphenyl)\-(4-thiomorpholinyl)[1,2,4]triazolo[1 ,5- 
a]pyrimidine; 



5-chloro-7-(4-chloro-1-piperidinyl)- v 6-[2- 
(trifluoromethyl)phenyl][1 ^^ItriazotoM ,5-a]pyrimidine; 



5-chloro-6-(2-chloro-6-fluorophenyl)-7\[4-(trifluoromethyl)-1- 
piperidinyl][1 ,2,4]triazolo[1 ,5-a]pyrimidir^e; 

7-(4-bromo-1-piperidinyl)-5-chloro-^,6-d N ifluorophenyl)[1,2,4]triazolo[1 
a]pyrimidine; 

7-(4-bromo-1-piperidinyl)-5-chloro-6-(^chloi^behyl^[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-chloro-N-ethyl-N-(2-methyl-2-propenyl)-6-(2,4,^| 
trifluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-ami.ne; 
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5-chloro-N-iso\ropyl-6-(2,4,6-trifluorophenyl)[1 ,2,4]triazolo[1 ,5- a]pyrimidin-7- 
amine; 

S-chloro-y^^thioiXorpholinyO-e^^.e-trifluorophenyOtl^.^triazolotl.S- 
5 a]pyrimidine; 

7-(1-azepanyl)-5-chloi\-6-(2,4,6-trifluorophenyl)[1 ,2,4]triazolo[1,5- 
a]pyrimidine; 

10 5-ch!oro-6-(2-chloro-6-fluo v rophenyl)-7-[2-(1-pyrrolidinyl)-1-cyclopenten-1- 
yl][1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-7-(4-isopropyl-1 -pipe^idinyl)-6-(4-methoxyphenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

15 

5-chloro-7-(2,4-dimethyl-1 -piperid)nyl)-6-(4-methoxyphenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-chloro-7-[ethyl(2-methyl-2-propen|l)amino]-6-{4- 
20 nitrophenyl}[1 ,2,4]triazolo[1 ,5-a]pyrimkline; 

7-(1 -azepanyl)-5-chloro-6-{4-nitrophenWl ,2,4]triazolo[1 ,5-a]pyrimidine; 

N-bicyclo[2.2.1]hept-2-yl-5-chloro-6-^2^^^ 
25 a]pyrimidin-7-amine; 

5-chloro-6-(2,6-difluorophenyl)-N-(2,2,2-trifli|oroethyl)[1,2 ) 4]triazolo[1,5- 
a]pyrimidin-7-amine; 

30 5-chloro-6-(2-chlorophenyl)-N-(2,2,2-trifluoroefljyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 
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5-chloro-6^-chloro-6-fluorobenzyl)-7-tetrahydro-2-furanyl[1,2 
a]pyrimidine? 

7-(allylsulfanyl)\chloro^ 
5 a]pyrimidine; 

5-chloro-N-ethyl-6-m X ^^^ 
a]pyrimidin-7-amine; 





10 5-chloro-N-ethyl-6-(2-methpxyphenyl)-N-(2-methyl-2- 

\ 

propenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

_ 5-chloro-6-(2-chloro-6-fl^^ ,2,4]triazolo[1 ,5-a]pyrimidin-7- 

amine; 

15 

5-chloro-7-(4-methyl-1 -p^ 

(methylsulfanyl)phenyl][1 ,2,4]triazolo[1 L5-a]pyrimidine; 

\ 

5-chloro-N-ethyl-N-(2-methyl-2-propenylM-[4- 
20 (methylsulfanyl)phenyl][1 ^^Itriazolot-O^apyrimidin-Z-amine; 

N^sec-butyO-S-chloro-S-^^methylsulfanyl^^ny^l^^ltriazoloII.S- 
a]pyrimidin-7-amine; 

25 5-chloro-6-[4-(methylsulfanyl)phenyl]-7-(4-tl^om^rpholinyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-chloro-6-[2,6-dichloro^-(trifluoromet» : »y4^henyl]-7 s v (4-methyl-1- 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

30 
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- "5 



7-(1-azepan^i)-5-chloro-6-[2,6-dichloro-4- 
(trifluoromethyT)phenyl][1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(2-chlVo-6-fluorophenyl)-7-[(2,2,2- 
5 trifluoroethyl)sulfa\yl][1 ,2,4]triazolo[1 ,5-a]pyrimidine; 



5-chloro-6-(2-chloro-6\fluorophenyl)-7-(4,4-dimethyl-1- 
piperidinyl)[1 ,2,4]triazolQ[1 ,5-a]pyrimidine; 



10 5-chloro-6-[2,6-dichloro^-(trifluoromethyl)phenyl]-N-ethyl-N-(2-methyl-2- 
propenyl)[1 ,2,4]triazolo[1 ,5-a^lpyrimidin-7-amine; 



5-chloro-6-[2,6-dichloro-4-(trifluoromethyl)phenyl]-7-(4- 
thiomorpholinyl)[1 ,2,4]triazolo[1 ,5^a]pyrimidine; 



15 



5-chloro-6-(3,5-difluorophenyl)-7-(4-rrjethyl-1-piperidinyl)[1,2,4]triazolo[1,5- 
a]pyrimidine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-7-(i^opropylsulfanyl)[1,2,4]triazolo[1,5- 
20 a]pyrimidine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-7^^y l dro-2-furanyl[1,2,4]triazolo[1,5- 
a]pyrimidine; 

25 4-[5-chloro-7-(4-methyl-1 -piperidinyl)[1 ,2,4Viazol&1 ,5-lfayrimidin-6-yl]aniline; 

\ \ 

N-{4-[5-chloro-7-(4-methyl-1 -piperidinyl)[1 ,2,4]^ 

30 [5-chloro-6-(2-chloro-6-flu 
acetate; 
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5\hloro-6-(2-chloro-6-fluorophenyl)-7-(chloromethyl)[1,2,4]triazolo[1,5- 
a]pynmidine; 

diethyl 2^6-(2-chloro-6-fluorophenyl)-7-(4-methyl-1 - 
piperidinyl)k2,4]triazolo[1 ) 5-a]pyrimidin-5-yl]malonate; 

7-(1 -azepanylr\thyl)-5-chloro-6-(2-chloro-6-fluorophenyl)[1 ,2,4]triazolo[1 ,5 
a]pyrimidine; 

N-allyl-5-chloro-6-(2-^loro-6-fluorophenyl)-N-hexyl[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 

5-chloro-7-(4-methyl-1-pipe x Viinyl)-6-[4- 
(trifluoromethoxy)phenyl][1 ,2T4Jtriazolo[1 ,5-a]pyrimidine; 

5-chloro-7-(4-methyl-1 -piperidiny^6-(4-phenoxyphenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 




5-chloro-6-(2-chloro-6-fluorophenyl)-N\cyclopropylmethyl)-N- 
propyl[1 ,2,4]triazolo[1 ,5-a]pyrir 



5-chloro-7-(2-methyl- 1 -pi perid i nyl )-6-(4 
a]pyrimidine; 




;yphenyl)[1 ,2,4]triazolo[1 ,5- 



5-chloro-6-{2-chloro-4-nitrophenyl}-7-(4-methyl-1 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 



5-chloro-6-(4-chloro-2,3,5,6-tetrafluorophenyl)-N- 
cyclopentyl[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine 
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4- [5-chloro-2-methyl-7-(4-methyl-1-piperidinyl)[1,2,4]triazolo[1,5-a]pyrimidin- 
6-yl]-N,N-dimethylanilir(e; 

6K2-chloro-6-fluorophen\l)-5-methyl-7-(4-methyl-1- 
piperidinyOtl^^ltriazoloAs-alpyrimidine; 

5- chloro-6-(2-chloro-6-fluoro|>henyl)-7-[2-(1-pyrrolidinyl)-1-cyd 
yl][1 ,2,4]triazolo[1 ,5-a]pyrimidiW; 

5-chloro-6-(2-chloro-6-fluorophe\l)-7^methoxymethyl)[1,2,4]triazolo[1,5- 
a]pyrimidine; 

5-chloro-6-{2-chloro-4-nitrophenyl}-7^thyl(2-methyl-2- 
propenyl)amino][1 ,2,4]triazolo[1 ,5-a]pyrimidine; 



5-bromo-6-(2-chloro-6-fluorophenyl)-7-(il^propylsulfanyl)[1,2,4]triazolo[1 > 5- 
a]pyrimidine; 




5-chloro-N-cyclopentyl-6-(4-ethoxy-2,3,5,6- 
tetrafluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidii^-7-amine; 

5-chloro-N-methyl-N-(2-methyl-2-propenyl)-6- 
trifluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-a^|ine; 

4-bromo-1 -[5-chloro-6-(2-chloro-6-fluorophenyl)[1 .^triazolotl ,5-a]pyrimid 
7-yl]butyl acetate; 

diethyl 2-allyl-2-{[5-chloro-6-(2-chloro-6-fluorophenyl)[l\2,4]triazolo[1 ,5- 
a]pyrimidin-7-yl]oxy}malonate; 
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6-(2-chloro-6-fluo\phenyl)-N-ethyl-5-methyl[1,2,4]triazolo[1,5-a]pyrimidin- 
amine; 

N-butyl-5-chloro-N-et^-6-(2,3,4,5,6-pentafluorophenyl)[1 I 2,4]triazolo[1,5- 
a]pyrimidin-7-amine; 

6-(2-chloro-6-fluorophenyl^-(difluoromethoxy)-7-(4-methyl-1- 
piperidinyl)[1 ,2,4]triazolo[1 ,5b]pyrimidine; 

\ 

5-chloro-6-(2-chloro-6-fluorophenyl)-7-[(4- 
chlorophenyl)sulfanyl][1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(2-chloro-6-fluorophenyl^7-[(2- , 
methoxyphenyl)sulfanyl][1 ,2,4]triazolb[1 ,5-a]pyrimidine; 

\ 

5-chloro-6-(2-chloro-6-fluorophenyl)-N-(^,2,2- 
trimethylpropyl)[1 ,2,4]triazolo[1 ,5-a]pyriroidin-7-amine; 

\ 

5-chloro-6-(2,3,4,5,6-pentafluorophenyl)-NS|1,2,2- 
trimethylpropyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidinr7-amine; 

5-chloro-6-(2,4,6-trifluorophenyl)-N-(1,2,2-Wme l thylpropyl)[1,2,4]triazolo[1 
a]pyrimidin-7-amine; 

5-chloro-6-(4-fluorophenyl)-N-(1 ,2,2- trimethyl|^opyO[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 

5,7-bis(4-methyl-1-piperidinyl)-6-(2,4,6-trifluoropheny|[1,2,4]triazolo[1,5- 
a]pyrimidine; 
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5-chloro-6-(2-m\thylphenyl)-N-(1 ,2,2-trimethylpropyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amlbe; 

5- chloro-6-(2,4,5-triLorophenyl)-N-(1,2,2-trimethylpropyl)[1,2,4]triazolo[1 
a]pyrimidin-7-amine; 

6- (2-bromophenyl)-5-cl\)ro-N-(1 ,2,2-trimethylpropyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 

5-chloro-N-isobutyl-N-(2,2 I 2^rifluoroethyl)-6-(2 > 4,6- 
trifluorophenyl)[1,2,4]triazolo[^-a]pyrimidin-7-amine; 

5-chloro-N-isobutyl-6-(2-methylphenyl)-N-(2,2,2- 
trifluoroethyl)[1 ,2,4]triazolo[1 ,5-a]kyrimidin-7-amine; 

5-chloro-6-(2-chloro-6-fluorophenyipN-(2,2,2-trifluoro-1- 
methylethyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

\ 

5-chloro-6-(2,6-difluorophenyl)-N-(2,2,2-trifluoro-1- 
methylethyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidinV-amine; 

\ 

5-chloro-N-(2,2,2-trifluoro-1-methylethyl)-6-(2^4,6- 
trifluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimi^n-7|amine; 

N-allyl-5-chloro-N-isobutyl-6-(2A6-trifluorop i ^^ ,5- 
a]pyrimidin-7-amine; 

5-chloro-N-(1 ,2-dimethylpropyl)-6-(2,4,6-trifluc^phenyl)[1 ,2,4]triazolo[1 , 
a]pyrimidin-7-amine; 
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5-chloro-N-isopropV-N-methyl-6-(2,4,6-trifiuorophenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 

5-chloro-N-isopropyl-N^2,2,2-trifluoroethyl)-6-(2,4,6- 
trifluorophenyl)[1 ,2,4]trialblo[1 ,5-a]pyrimidin-7-amine; 

7-butyl-5-chloro-6-(2,4,6-trifl\orophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-N-(1 -phenylethyl)-6-(2\,6-trifluorophenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 

5-chloro-6-(2-chlorophenyl)-N-(2,2,\trifluoro-1 -methylethyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 

5-chloro-N-ethyl-N-isobutyl-6-(2,4,6-trifl^iprophenyl)[1 ,2,4]triazolo[1,5- 
a]pyrimidin-7-amine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-7^ 

5-chloro-6-(2-methylphenyl)-N I N-bis(2,2,2-trifl^oroethyl)[1,2,4]triazolo[1,5- 
a]pyrimidin-7-amine; 

5-chloro-N-cyclopentyl-N-methyl-6-(2,3,4,5,6- 
pentafluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimjd^i^7^^ne; 

7-butyl-5-chloro-6-(2,6-difluorophenyl)[1,2,4]tria2©i^^a]pyrimidine; 

5-chloro-N-(1,2-dimethylpropyl)-N-methyl-6-(2,3,4 
pentafluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-a 



5-chloro-6-(2-chloro-6-fluorophenyl)-7-phenyl[1,2,4]triazolo[^5-a]pyrimidine; 
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5-chloro-6-(2-chloro-6-^orophenyl)-7-(2-methylpropanyl)[1,2,4]triazolo[1,5- 
a]pyrimidine; 

5-chloro-6-(2-chloro-6-fluor^bhenyl)-7-pentyl[1,2,4]triazolo[1,5-a]pyrimidine; 

5-chloro-N-(1,2-dimethylpropyl^J-methyl-6-(2,4,6- 
trifluorophenyl)[1 ,2,4]triazolo[1 ,5>a]pyrimidin-7-amine; 

5-chloro-6-(2-chloro-6-fluorophenyl^-cyclohexyl[1,2,4]triazolo[1,5- 
a]pyrimidine; 

5-chloro-6-(2-bromo-5-chlorophenyl)-N-c2,2,2-trifluoro-1- 
methylethyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidinV-amine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-7-(3,3,3\rifluoropropyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 



\ 



5-chloro-6-(2-chloro-6-fluorophenyl)-7-(3-methylphenyl)[1,2 > 4]triazolo[1,5- 
a]pyrimidine; 

[5-chloro-6-(2,4,6-trifluorophenyl)-[1 ,2,4]triazolo[1 ,5>a]pyrimidin-7-yl]-(1 -p- 
tolyl-ethyl)-amine; 

5-chloro-6-(2A6-trifluoro-phenyl)-7-cyclohexy^^ 

5-chloro-7-cyclohexyl-6-(23,4,5,6-pentafluorophenyl)[\2,4]triazolo[1 l 5- 
a]pyrimidine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-7-(4,4-difluoro-1 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 
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^5 



7-(bicyclo[2.2.1]hept-2-^amino)-5-chloro-6-{2-fluoro-4- 
nitrophenyl}[1,2,4]triazoloiM,5-a]pyrimicline; 

5-chloro-6-{2-fluoro-4-nitropl\nyl}-7-(4-methyl-1 -piperidinyl)[1 ,2,4]triazolo[1 ,5- 
5 a]pyrimidine; 

5-(methylsulfanyl)-6-(2-chloro-6-fl^rophenyi)-7-cyclohexyl[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

10 [5-chloro-6-(2,4,6-trifluorophenyl)[1 ,2,4|triazolo[1 ,5-a]pyrimidin-7-yl] (2,2,2- 
trifluoro-1 -phenylethyl)-amine; 

5-chloro-N-[1-(trifluoromethyl)propyl]-6-(2,4 y |6- 
trifluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidinV-amine; 



15 



5-bromo-6-(2-chloro-6-fluorophenyl)-7-cyclohe>^l[1,2,4]triazolo[1,5- 
a]pyrimidine; 

6^2-chloro-6-fluorophenyl)-7-cyclohexyl[1,2,4]triazolo[1 > 5-a]pyrimidin-5- 



20 amine; 



[5-chloro-6-(2,4,6-trifluorophenyl)[1,2 I 4]triazolo[1,5-a]pyrimidin-7-yl]-(2- 
methyl-1-trifluoromethyl-propyl)amine; 

25 5-chloro-7-(3-cyclohexen-1 -yl)-6-(2,4,6-trifluoropheny^l^Jtriazolo[1 ,5- 
a]pyrimidine; 

5-chloro-7-(1 -cyclohexen-1 -yl)-6-(2,4,6-trifluorophenyl)[1 ,^]tl|pzolo[1 ,5- 
a]pyrimidine; 

30 
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5-chloro-N-[(1 R)-2,2,2-trfiauoro-1 -methylethyl]-6-(2,4,6- 
trifluorophenyl)[1 ,2,4]triazd|^1 ,5-a]pyrimidin-7-amine; 

5- chloro-N-[(1 R)-2,2,2-trifluordt1 -methylethyl]-6-(2,4 ) 6- 
trifluorophenyl)[1 ,2,4]triazolo[1 ,Va]pyrimidin-7-amine; 

6- (2,4-difluorophenyl)-5-chloro-N-(V2,2-trifluoro-1- 
methylethyl)[1 ,2,4]triazolo[1 ,5-a]pyri>nidin-7-amine; 

5-chloro-6-(2,6-difluoro-4-methoxypheiVl)-7-(4-methyl-1- 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin& 

5-chloro-6-(2,6-difluoro-4-methoxyphenyl)-^(2,2,2-trifluoro-1- 
methylethyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-7-cyclohexyl-6-(2,6-difluoro-4-methoxyphenyl)[1,2,4]triazolo[1,5- 
a]pyrimidine; \ 

5-chloro-6-(2,6-difluoro-4-methoxyphenyl)-N-[(1S)-l2,2-trifluoro-1- 
methylethyl][1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; \ 

7-cyclohexyl-6-(2,6-difluoro^-methoxyphenyl)-5^thpxy[1 S; 2 I 4]triazolo[1, 
a]pyrimidine; ^^As. \. 

5-chloro-7-(4-fluorocyclohexyl)-6-(2,4,6-trifluoropheny^,2^riazolo[1 > 5- 
a]pyrimidine; \M 

5-chloro-6-(2,6-dichloro-4-fluorophenyl)-7-(3,3,3- \ 
trifiuoropropyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; \ 
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N-(sec-butyl)-5-chloro-6-(2^6-dichloro-4-fluorophenyl)[1,2,4]triazolo[1,5- 
a]pyrimidin-7-amine; 

4- {5-chloro-7-[(2,2,2-trifluoro-Vmethylethyl)amino][1,2,4]triazolo[1,5- 
a]pyrimidin-6-yl}-3,6-difluorophenol; 

5- chloro-7-(3-cyclohexen-1-yl)-6-(\6-difluoro-4- 
methoxyphenyl)[1 ,2,4]triazolo[1 ,5-alpyrimidine; 

5-chloro-6-(2,6-difluoro-4-methoxyph^yl)[1,2,4]triazolo[1,5-a]pyrimidin-7- 
amine; 

5-chloro-N-cyclopentyl-6-(2,6-difluoro-4-m^thoxyphenyl)[1 ,2,4]triazolo[1 ,£ 
a]pyrimidin-7-amine; 



\ 



5-chloro-6-(2,6-difluoro-4-methoxyphenyl)-7-(3^6-dihydro-1(2H)- 
pyridinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(2,6-difluoro-4-methoxyphenyl)-7-(4- 
thiomorpholinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

7-(1-azepanyl)-5-chloro-6-(2,6-difluoro-4-methoxyph^nyl)[1,2,4]triazolo[1 
a]pyrimidine; 

5-chloro-6-(2,6-difluoro-4-methoxyphenyl)-N-(1,2,2 
trimethylpropyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-ami 




5-chloro-6-(2,6-difluoro-4-methoxyphenyl)-N-ethyl-N-(2-me!hyl-2- 
propenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 
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5- chloro-6-(2,6-difluoro-4-mgthoxyphenyl)-7-(4- 
fluorocyclohexyl)[1 ,2,4]triazolaH ,5-a]pyrimidine; 

6- (4-{5-chloro-7-[(2,2,2-trifluoro-i^ethylethyl)amino][1,2,4]triazolo[1,5- 
5 a]pyrimidin-6-yl}-3,5-difluorophenoky)hexanoic acid; 

\ 

2,6-difluoro-4-(2-fluoroethoxy)phenyl]SN-(2,2,2-trifluoro-1- 
methylethyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

\ 

1 o 5-chloro-N-isopropyl-6-{2^(trifluoromethyl^ulfanyl]phenyl}[1 ,2,4]triazolo[1 ,5- 
□ a] py ri m id i n-7-a mine; 

S 5-chloro-N-[4-(trifluoromethyl)phenyl]-6-(2,4,^ 
Jq trifluorophenyl)[1,2,4]triazolo[1,5-a]pyrimidin-7^amine; 



15 



5-chloro-N-(4,4,4-trifluoro-2-methylbutyl)-6-(2,4,6| 
trifluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 



5-chloro-6-(2,6-difluoro-4-methoxyphenyl)-7-(3-methyl-3- 
20 butenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(2,6-difluoro^-methoxyphenyl)-7-iso^!i^^/2,4]triazolo[1,5- 
a]pyrimidine; 

25 7-cyclopentyl-6-(2,6-difluoro^-methoxyphenyl)-5-r^thoxy^,4lfeiazolo[1,5- 
a]pyrimidine; 



5-chloro-6-(2-thienyl)-N-[(1 R)-2,2,2-trifluoro-1 -methylethyl|>,2jpriazolo[1 ,5- 
a]pyrimidin-7-amine; 



30 
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A^S-chloro-y^^^-trifluorfe-l-methyl-ethylaminoJtl^^ltriazolotl.S- 
a]pyrimidin-6-yl]-3,5-difluordVphenol; 

{5-chloro-6-[2,6-difluoro^-(2,2\l-trifluoro-ethoxy)-phenyl]-[1,2,4]triazolo[1,5- 
a]pyrimidin-7-yi}-(2,2,2-trifluoro\l-methyl-ethyl)amine; 

5-chloro-642,6-difluoro^-(methoxVphenyl)-N-(2,2,2-trifluoro-1- 
methylethyl)[1 ,2,4]triazolo[1 ,5-a]pymmidin-7-amine; 



(5-chloro-6-{4-[2-(2-ethoxyethoxy]-et%)xy]-2,6-difluoro- . 
phenyl}[1 ^^Itriazolotl.S-ajpyrimidin-TYl^^^-trifluoro-l- 
methylethyl)amine; 

(5-chloro-6-{2,6-difluoro-4-[2-(2-methoxy-ethoxy)ethoxy]-phenyl}- 
[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-yl-)-(2,2,2-Mfluoro-1 -methylethyl)amine; 



S-chloro-e-p.e-difluoro^-CS-furan-S-ylmetho^phenyltl^^ltriazolotl.S- 
a]pyrimidin-7-yl}-N-(2,2,24rifluoro-1-methylethyl)amine; 



5-chloro-6-(2,5-difluoro-4-methoxyphenyl)-N-(1,2^- 
trimethylpropyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 



7-cyclohexyl-6-[2,6-difluoro-4-(2-methoxyetho 
methoxy[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 



5-chloro-6-(2-fluoro-4-methoxy-6-chlorophenyl)-N>^2,2,|-trifluoro-1- 
methylethyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-6-[2,6-difluoro-4-(2-fluoroethoxy)phenyl]-N-ethyl-^-(2-methyl-2- 
propenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 




-329- 



2-[2-(4-{5-chldro-7-[(2,2,2-trifluoro-1 -methylethyl)amino][1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-6-ylV3,5-difluorophenoxy)ethoxy]ethanol; 

5-chloro-6-(2,3-diflUoro-4-methoxyphenyl)-N-(2,2,2-trifluoro-1- 
methylethyl)[1 ,2,4]trtezolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-6-{4-(2-fluoro\hoxy)-2,6-difluorphenyl}-N-(2,2,2-trifluoro-1- 
methylethyl)[1 ,2,4]triazob[1 ,5-a]pyrimidin-7-amine; 

\ 

5-chloro-N-(4-chlorobenzyl\6-(2-chloro-6-fluorophenyl)[1 ,2,4]tnazolo[1 ,5- 
a]pyrimidin-7-amine; 

5-chloro-6-(2-chloro-6-fluoroph^nyl)-7-[4-(2-pyridinyl)-1- 
piperazinyl][1 ,2,4]triazolo[1 ,5-a]pVimidine; 

\ 

5-chloro-6-(2-chloro-6-fluorophenyl)\N-(1 -ethylpentyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-7-[4^(2-chlorophenyl)-1- 
piperazinyl][1 ,2,4]triazolo[1 ,5-a]pyrimidine- 

5-chloro-6-(2-chloro-6-fluorophenyl)-7-[4-(4Y>ethoxyphenyl)-3-methyl-1- 
piperazinyl][1 ,2,4]triazolo[1 ,5-a]pyrimi{ 




5-chloro-N-cyclopentyl-6-(2-chloro-6-fluoroFjH©^S^,2,4]triazolo[1,5- 
a]pyrimidin-7-amine; 

5-chloro-7-phenoxy-6-(4-methoxy-phenyl)[1,2,4Via^zolo[ 

5-chloro-N-cyclopentyl-6-(4-methylphenyl)[1,2,4]triazo|o[1,5-a]pyrimidin-7- 
amine; 
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5,7-diphenoxyV(4-methoxyphenyl)[1,2,4]triazolo[1,5-a]pyrimidine; 

5-chloro-N-cyclopVntyl-6-(2-chlorophenyl)[1,2,4]triazolo[1,5-a]pyrimidin-7- 
amine; 

5-chloro-N,N-diethylV[ 4 - methox yP hen y | ]I 1 ' 2 ' 4]triazolo[1 ' 5 " a]pyrim 
amine; 

S-chloro-N.N-diethyl-e^g^-dichlorophenyntl^.^triazolotl.S-alpyrimidin-? 
amine; 

N-bicyclo[2.2.1]hept-2-yl-5\chioro-6-(2,4-dichlorophenyl)[1,2,4]triazolo[1,e 
a]pyrimidin-7-amine; 

5-chloro-6-(2-chloro-6-fluoropLnyl)-7-(1,4-dioxa-8-azaspiro[4.5]dec-8- 
yl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-cyano-7-(4-methyl-1-piperidinyl)^6-(2-chloro-5- 
fluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pV^nidine; 

5-(methylsulfanyl)-7-(4-methyl-1-piper^dinyl)-6-(2-chloro-6- 
fluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimjd^ne; 

5-(methylsulfanyl)-7-(4-methyl-1-piperidin|l)-6-(2-chloro-5- 
(methylsulfanyl)phenyl)[1,2,4]triaz^^5-^]pyrimidine; 

5-chloro-7-(1,4-dioxa-8-azaspiro[4,5]dfec-8^y«^(4- 
methoxyphenyl)[1 ,2,4]triazolo[1 ,5-a]pyVnidine; 

5-chloro-N-ethyl-N-(2-methyl-2-propenyl)-6-(4- 
(methylsulfanyl)phenyl)[1,2,4]triazolo[1,5-a]pyrim|din-7-amine; 
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2-methyl-67-di-(4-Vethoxyphenyl)[1,2,4]triazolo[1 I 5-a]pyrimidine; 

2-methyl-6-phenyl-7-Ychlorophenyl)[1.2,4]triazolo[1,5-a]pyrimidine; 

5 2-trifluoromethyl-6-pheL-7-(4-methoxyphenyl)[1,2 ) 4]triazolo[1,5-a]pyrimidin( 

5,7-diphenoxy-6-(2-methylpropyl)[1,2,4]triazolo[1,5-a]pyrimidine; 

S-chloro-e-CS^-difluorophen^VN^isopropyini^^ltriazololl.S-alpyrimidin^- 
10 amine; 

5-bromo-6-(4-bromophenyl)-7-dViethylamino[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-bromo-6-(4-trifIuoromethylpheny\-7-dimethylamino[1,2,4]triazolo[1,5- 
15 a]pyrimidine; 

5-chloro-6-(3,4-difluorophenyl)-7-dimet|jylamino[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

20 5-chloro-6-(4-trifluoromethylphenyl)-N-(eth\l)[1,2,4]triazolo[1,5-a]pyrimidin-7 
amine; 

7-(1-azepanyl)-5-chloro-6-(4-tert-butylp^ 
ethyl {[5-chloro-6-(2-chloro-6-fluorophenyl5^^ 
25 yl]amino}acetate; 

diethyl 5-chloro-6-(2,6-difluorophenyl)[1 ^.^triaz^loll ,5-a]pyrimidin-7- 
malonate; 

30 5-chloro-6-(2,5-difluorophenyl)-N-(3-methyl-2-butenyl)^,2,4]triazolo[1,5- 
a]pyrimidin-7-amine; 
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[5-chloro-6K2-chloi\6-fluorophenyl)-[1,2,4]triazolo[1,5-a]pyrimidin-7-yl]acetic 
acid methyl ester; 

5-chloro-6-(2,6-difluorop\enyl)-7-(2-ethyl-1 H-imidazol-1 -yl)[1 ,2,4]triazolo[1 ,5- 
5 a]pyrimidine; 

5-chloro-N,N-diethyl-6-[4-(m\thylsulfanyl)phenyl][1,2,4]triazolo[1,5- 
a]pyrimidin-7-amine; 

10 ethyl [6-(2-chloro-6-fluorophenyl\7-(4-methyl-1-piperidinyl)- [1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-5-yl]acetate; 

5-chloro-N-ethyl-N-(2-methyl-2-propenyl)-6-(4- 
phenoxyphenyl)[1 ,2,4]triazolo[1 ,5-a]py|imidin-7-amine; 

dimethyl 2-[5-chloro-6-(2-chloro-6-fluoro\henyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin- 
7-yl]malonate; 

diethyl 2-{[5-chloro-6-(2-chloro-6-fluoropher^l)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7- 
20 yl]oxy}-2-isobutylmalonate; 

2-[5-chloro-6-(2-chloro-6-fluorophenyl)[1 ,2,4]tri^zolo[1 ,5-a]pyrimidin-7-yl]-1 ,3- 
cyclohexanedione; 



25 2-[5-chloro-6-(2-chloro-6-fluorophenyl)[1 ,2,4]t 
yl]cyclohexanone; 



5-chloro-7-(3-nitro-4-methylanilino)-6-(2, 4, 6-trifluor^enyl) 
[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 



30 




,5-a]pyrimidin-7- 
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in 



7-cyclohexyl-6-[2,6-diflu\ro-4-(2-methoxyethoxy)phenyl]5-(2- 
methoxyethoxy)[1 ,2,4]triaVolo[1 ,5-a]pyrimidine; 

7-(3-bromophenyl)-2-ethyl-\-(4-methoxyphenyl)[1,2,4]triazolo[1,5- 
5 a]pyrimidine; 

7-(3-bromophenyl)-6-(3-chlorolhenyl)-2-ethyl[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 



7-(4-bromophenyl)-2-ethyl-6-[4-(t^ 
10 a]pyrimidine; 

5-chloro-6-(2-chloro-6-fIuorophenyl)-i^-(3,4,5- 
trimethoxybenzyl)[1 ,2,4]triazolo[1 ,5-a]^yrimidin-7-amine; 

15 7-(2-benzyl-4,5-dihydro-1 H-imidazol-1 -yl^-5-chloro-6-(2-chloro-6- 
fluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

\ 

N-4-[5-chloro-6-(2-chloro-6-fluorophenyl)[1 ,2,4]triazolo[1,5-a]pyrimidin-7-yl- 
N,N-1-diethyl-1,4-pentanediamine; 

20 

S-chloro-N^S-methyl^-butenyO-e-phenyll-^^Jriazolotl.S-alpyrimidin^- 
amine; 

5-dimethylamino-6-phenyl-N-cyclopentyl[1 ,2,4]tn^olo[1 ,5-a]pyrimidin-7- 
25 amine; 

5-chloro-7-[(2-furylmethyl)sulfanyl]-6^ 
a]pyrimidine; 

30 6-[1 ,r-biphenyl]-4-yl-5-chloro-N-cyclopentyl[1 ,2,4]triazolc^1 ,5-a]pyrimidin-7- 
amine; 
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6-[4Kbenzyloxy^henyl]-5-chloro-N-isopropyl[1,2,4]triazoio[1,5-a]pyrimidin-7- 
amine; 

5-chloro-N-[(2,2-diclhlorocyclopropyl)methyl]-6-(3,4,5- 
trimethoxyphenyl)[1 A4]triazolo[1 ,5-a]pyrimidin-7-amine; 

N-cyclopentyl-6-(2-fluoi\phenyl)-5-hydrazino[1,2,4]triazolo[1,5-a]pyrimidin-7- 
amine; 

5- chloro-N-ethyl-6-(2-methy\henyl)[1,2,4]triazolo[1,5-a]pyrimidin-7-amine; 

6- (4-tert-butylphenyl)-5-chloro-^-isopropyl[1,2,4]triazolo[1,5-a]pyrimidin-7- 
amine; 



Y 



5-chloro-6-[2,6-difluoro-4-[(3-methyi^2-butenyl)oxy]phenyl]-N-(2 > 2,2-trifluoro-1- 
methylethyl)-l[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-6-[2,6-difluoro-4-(1-propenyloxy)phenyl]-N-(2,2,2-trifluoro-1- 
methylethyl)-l[1 ,2,4]triazolo[1 .S-alpyrimidin^-amine; 

\ 

5-chloro-N-(3-tricyclo[2.2.1 .0 26 ]hept-1 -yl)-6V2,4,6- 
trifluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidinY-amine; 

5-azido-7-cvclohexyl-6-(2-fluoro-6-chlorophehy^l^2,4]triazolo[1,5- 
a]pyrimidine; 



5-azido-6-[2-chloro-6-fiuorophenyl]-7-(4-methyl-1- 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 
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2,5-dichloro-7-(4-meth5d-1-piperidinyl)-6-[2-chloro-6- 
fluorophenyl][1 ,2,4]triazdJo[1 ,5-a]pyrimidine or a pharmaceutical^ acceptable 
salt thereof is administer* 



67. The method according Ad claim 1 wherein the cancerous tumor cells are 
selected from the group consisting of breast, colon, lung, prostate, 
melanoma, epidermal, leukemic kidney, bladder, mouth, larynx, esophagus, 
stomach, ovary, pancreas, liver, skin and brain. 



68 The method according to claim ^3 wherein the cancerous tumor cells are 



selected from the group consisting ofWeast, colon, lung, prostate, 
melanoma, epidermal, leukemia, kidney bladder, mouth, larynx, esophagus, 
stomach, ovary, pancreas, liver, skin and brain. 



id^Drair 



15 



69. The method according to claim 45 wheYein the cancerous tumor cells are 
selected from the group consistir^LofbreastWon, lung, prostate, 
melanoma, epidermal, leukemia, kioW^add^er, mouth, larynx, esophagus, 
stomach, ovary, pancreas, liver, skin 



20 



CJT^ 




~70. A pharmaceutical composition for treating or inhibiting the growm 
cancerous tumour cells and associated diseases irrt a mammal in need 
thereof comprising an effective amount of a Qp m P°\ nd of Formula (I): 
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10 



15 



20 




wherein: 

R 1 is selected from the group Consisting of halogen, an optionally substituted 
alkyl of 1 to 12 carbon atoms, optionally substituted alkenyl of 2 to 12 carbon 
atoms, optionally substituted alkyriyl of 2 to 1 2 carbon atoms, optionally 
substituted alkadienyl of 4 to 12 carBon atoms, alkoxy of 1 to 12 carbon 
atoms, optionally substituted aryl of 6^0 or 14 carbon atoms, -CN, hydroxy, 
halogen, carbamoyl, carboxy, alkoxycarbonyl of 2 to 12 carbon atoms, 
heterocyclyl, optionally substituted bicycloWl of 5 to 10 carbon atoms, 
optionally substituted cycloalkyl of 3 to 8 cartoon atoms in which one -CH 2 - 
may also be replaced by -O-, -S-, or -NR' wfiere R' is H or an alkyl group of 1 
to 12 carbon atoms, thiophene, optionally substituted cycloalkenyl of 5 to 10 
carbon atoms in which one -CH 2 - may also be replaced by -O-, -S-, or - 
NR" where R' is H or an alkyl group of 1 to 12 carbon atoms, -S-aryl of 6, 10 
or 14 carbon atoms, -S-alkyl of 1 to 12 carbon atoms -S-cycloalkyl of 3 to 8 
carbon atoms, -S-alkenyl of 2 to 12 carbon atoms, -S^ 2 aryl of 6, 10 or 14 
carbon atoms, -S0 2 cycloalkyl of 3 to 8 carbon atoms, -§p 2 alkyl of 1 to 12 



carbon atoms, -O-aryl of 6, 10 or 14 carbon atoms, and t^emoiety -NR a R b ; 

R a is H, optionally substituted alkyl of 1 to 12 carbon atoms, ©Dtionally 
substituted alkenyl of 2 to 12 carbon atoms, optionally substituted alkynyl of 
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2 to 12 carbon atoms.optionally substituted alkadienyl of 4 to 12 carbon 
atoms, optionally substituted cycloalkyl of 3 to 8 carbon atoms, in which one 
-CH 2 - may also\be replaced by -O-, -S-, or -NR' where R* is H or an alkyl 
group of 1 to 12 carbon atoms, optionally substituted cycloalkenyl of 5 to 10 
carbon atoms, in which one -CH 2 - may also be replaced by -O-, -S-, or -NR' 
where R' is H or an alk\l group of 1 to 12 carbon atoms, optionally.substituted 
bicycloalkyl of 5 to 10 cartoon atoms, optionally substituted tricycloalkyl, 
haloalkyl of 1 to 10 carbon atoms, aryl of 6, 10 or 14 carbon atoms, 
heterocyclyl, benzyl, optionallyNsubstituted benzyl, cycloalkyl of 3 to 8 carbon 
atoms or a 3- to 6-membered heterocyclyl ring, optionally ortho-fused with an 
optionally substituted phenyl ring ; 



R b is H, an optionally substituted alkyl oVl to 12 carbon atoms, optionally 
substituted alkenyl of 2 to 12 carbon atoms, optionally substituted alkynyl of 2 
to 12 carbon atoms, optionally substituted alkadienyl of 4 to 12 carbon atoms, 
optionally substituted aryl of 6, 10 or 14 carBon atoms, optionally substituted 
bicycloalkyl of 5 to 10 carbon atoms, optionally^ubstituted cycloalkyl of 3 to 
10 carbon atoms in which one -CH 2 - may also b^ replaced by-O-, -S-, or 
-NR' where R' is H or an alkyl group of 1 to 12 carbon atoms, optionally 
substituted cycloalkenyl of 5 to 10 carbon atoms in which one -CH 2 - may also 
be replaced by -O-, -S-, or -NR' where R' is H or an^alkyl group of 1 to 12 
carbon atoms, -S-aryl of 6, 10 or 14 carbon atoms, -S^alkyl, -S-alkenyl, 
-S0 2 aryl of 6, 10 or 14 carbon atoms, -S0 2 cycloalkyl, -S0 2 alkyl, -O-aryl of 6, 
10 or 14 carbon atoms, heterocyclyl, benzyl, optionally substituted benzyl, 
cycloalkyl of 3 to 8 carbon atoms or a 3- to 6-membered heterocyclyl ring, 
optionally ortho-fused with an optionally substituted phenyl mag ; 
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R a R b toother with the nitrogen atom to which each is attached represent an 
optionaHySsubstituted saturated or unsaturated heterocyclyl ring from 3 to 12 
ring atoms \ which optionally, at least one -CH 2 - may optionally be 
replaced by -V, -S-, or -NR where R is H or an alkyl group of 1 to 12 carbon 
atoms, said saturated or unsaturated heterocyclyl ring may optionally be aryl 
or cycloalkyi fusee 

R 2 is H, optionally substituted alkyl of 1 to 12 carbon atoms, amino, hydroxy, 
alkylthio of 1 to 12 carbdn atoms, cyano, carbamoyl, optionally substituted 
10 alkoxy of 1 to 1 2 carbon aioms, optionally substituted cycloalkyi of 3 to 8 
carbon atoms, optionally substituted aryl of 6, 10 or 14 carbon atoms, 
carboxy, alkoxycarbonyl of 2tqJ2 carbon atoms, aryloxy, benzyloxy, thienyl, 
heterocyclyl or halogen; 

15 R 3 is H, halogen, alkyl of 1 to 12 carbon atoms, alkoxy of 1 to 12 carbon 
atoms, aryloxy, -NR°R d , benzyloxy, aWyloxy, haloalkoxy of 1 to 12 carbon 
atoms, alkylthio of 1 to 12 carbon atoms, heterocyclyl, aryl, hydroxy, 
carbamoyl, carboxy, alkoxycarbonyl of 2 tb 12 carbon atoms, cyano, amino, 
alkylamino of 1 to 12 carbon atoms, dialkyfamino of 1 to 12 carbon atoms, or 

20 -N 3 ; 

R c is H, amino, optionally substituted alkyl of 1 to 12 carbon atoms, haloalkyl 
of 1 to 10 carbon atoms, optionally substituted alkenyl of 2 to 12 carbon 
atoms, optionally substituted alkynyl of 2 to 12 carbon atoms, optionally 

25 substituted alkadienyl of 4 to 12 carbon atoms, optionally substituted 
cycloalkyi of 3 to 10 carbon atoms, in which one -Cf^b- may also be 
replaced by -O-, -S-, or -NR where R is H or an alkyl group of 1 to 1 2 carbon 
atoms optionally substituted cycloalkenyl of 5 to 10 carbon atoms, in which 
one -CH 2 - may also be replaced by -0-, -S-, or -NR whVe R is H or an 

30 alkyl group of 1 to 1 2 carbon atoms optionally substituted biWloalkyl of 5 to 
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10 carBon atoms, aryl of 6, 10 or 14 carbon atoms, benzyl , optionally 
substituted benzyl, or heterocyclyl; 

R d is H, amirV optionally substituted alkyl of 1 to 12 carbon atoms, haloalkyl 
5 of 1 to 10 carbVi atoms, optionally substituted alkenyl of 2 to 12 carbon 
atoms, optionallyteubstituted alkynyl of 2 to 12 carbon atoms, optionally 
substituted alkadieV/l of 4 to 12 carbon atoms, optionally substituted 
cycloalkyl of 3 to 10 carbon atoms, in which one -CH 2 - may also be 
replaced by -O-, -S-, oV-NR where R is H or an alkyl group of 1 to 12 carbon 
10 atoms optionally substituted cycloalkenyl of 5 to 10 carbon atoms, in which 
one -CH 2 - may also be replaced by -O-, -S-, or -NR where R is H or an 
alkyl group of 1 to 12 carbonWoms optionally substituted bicycloalkyl of 5 to 
10 carbon atoms, aryl of 6, 1o\r 14 carbon atoms, benzyl , optionally 
substituted benzyl, or heterocycM; 

15 \ 

R c R d together with the nitrogen atorfkto which each is attached represent an 
optionally substituted heterocyclyl ringtfrom 3 to 8 ring atoms optionally 
substituted in which one -CH 2 - may als\ be replaced by -O-, -S-, or -NR' 
where R' is H or alkyl of 1 to 1 2 carbon atoms; 

20 \ 

R 4 is H, optionally substituted alkyl of 1 to 12\carbon atoms, optionally 
substituted alkoxy of 1 to 12 carbon atoms, amino, alkyl amino of 1 to 12 
carbon atoms, dialkylamino of 1 to 12 carbon atWis, alkylthio of 1 to 12 
carbon atoms, halogen, cyano, carboxy, alkoxycafybonyl of 2 to 12 carbon 

25 atoms, heterocyclyl, halogen, carbamoyl, optionallyNsubstituted aryl of 6, 10 or 
14 carbon atoms, or -CF 3 ; \ 
provided that when: a) R 1 is diethylamino, R 3 is chloroW is hydrogen, R 2 is 
not 4-trifluoromethylphenyl, 3,4-dichlorophenyl, 4-chlordbhenyl, 3-chloro-4- 
methoxyphenyl; b) R 1 is diethylamino, R 3 is bromo, R 4 is r\drogen, R 2 is not 

30 4-trifluoromethylphenyl; c) R 1 is isopropylamino, R 3 is chlorc\ R 4 is hydrogen, 
R 2 is not 2-benzyloxyphenyl or 3,4,5-trimethoxyphenyl; d) R^js 

-340- \ 



tri 
bi 

n< 



cyclojWylamino, R 3 is chloro, R 4 is hydrogen, R 2 is not 3,4,5- 
trimethoVphenyl, 2-napthyl or 2-stilbene; e) R 1 is 2-amino- 
bicyclo(2.2S^.)heptyl, R 3 is chloro, R 4 is hydrogen, R 2 is not 3,4,5- 

imethoxyphWl and f) R 1 is diethylamino, R 3 is chloro, R 4 is hydrogen, R 2 is 
not4-trifluororrtethylphenyl and g) R 1 is 1,1,1-trifluoroethoxy, R 3 is chloro, R 4 
is hydrogen, R 2 Xnot 2-chloro-6-fluorophenyl h) R 1 is -S0 2 ethyl or- 
S0 2 cyclopentyl, R 3 ^ chloro, R 4 is hydrogen, R 2 is not 2-chloro-6-fluorophenyl; 
i) R 4 is hydrogen, R 2 \ 2-chloro-6-fluorophenyl, R 1 and R 3 are not 1,2,4- 
triazole; j) R 1 is cyclofAyl, R 4 is hydrogen, R 2 is 2,4,6-trifluorophenyl, and R 3 
is not -OCH 2 o)s(CH3)3 ; k) R 1 is 2-thienyl, R 4 is ethyl, R 3 is 

hydrogen and R 2 is not 2-nWhoxyphenyl, 4-methoxyphenyl, and 4- 
trifluorophenyl; I) R 2 is phenV R 3 is chloro, R 4 is hydrogen R 1 is not (2E)-3,7- 
dimethyl-2,6-octadienyl or a phWiaceutically acceptable salt thereof in 
association with a pharmaceuticaJly acceptable carrier. 



71 . A pharmaceutical composition foWeating or inhibiting the growth of 
cancerous tumour cells and associatedNdiseases in a mammal in need 
thereof by interacting with tubulin and m^rotubules by promotion of 
microtubule polymerization which (^mp7ise^*a«Leffective amount of a 
compound of Formula (I): 
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15 



wherein: 

R 1 ikselected from the group consisting of halogen, an optionally substituted 
alkyl oil to 12 carbon atoms, optionally substituted alkenyl of 2 to 12 carbon 
atoms, optionally substituted alkynyl of 2 to 12 carbon atoms, optionally 
substituted\alkadienyl of 4 to 12 carbon atoms, alkoxy of 1 to 12 carbon 
atoms, optionally substituted aryl of 6, 10 or 14 carbon atoms, -CN, hydroxy, 
halogen, carbamoyl, carboxy, alkoxycarbonyl of 2 to 12 carbon atoms, 
heterocyclyl, optionally substituted bicycloalkyl of 5 to 10 carbon atoms, 
optionally substituted cycloalkyl of 3 to 8 carbon atoms in which one -CH 2 - 
may also be replaced\y -O-, -S-, or -NR' where R' is H or an alkyl group of 1 
to 12 carbon atoms, thiOBhene, optionally substituted cycloalkenyl of 5 to 10 
carbon atoms in whicJju©neV — ^CH 2 - may also be replaced by -O-, -S-, or 
-NR' where R' is H oran all^groljp of 1 to 12 carbon atoms, -S-aryl of 6, 10 
or 14 carbon atoms, -S-alK^I of« to 12 carbon atoms, -S-cycloalkyl of 3 to 8 
carbon atoms, -S-alkenyl of 2 to 15 carbon atoms, -S0 2 aryl of 6, 10 or 14 
carbon atoms, -S0 2 cycloalkyl of 3 f© 8 carbon atoms, -S0 2 alkyl of 1 to 12 
carbon atoms, -O-aryl of 6, 10 or 14 carbon atoms, and the moiety -NR a R b ; 



R a is H, optionally substituted alkyl of 1 t6Vl2 carbon atoms, optionally 
20 substituted alkenyl of 2 to 12 carbon atomY optionally substituted alkynyl of 
2 to 12 carbon atoms.optionally substituted alkadienyl of 4 to 12 carbon 
atoms, optionally substituted cycloalkyl of 3 to\ carbon atoms, in which one 
-CH 2 - may also be replaced by -O-, -S-, or -NR^/here R' is H or an alkyl 
group of 1 to 12 carbon atoms, optionally substituted cycloalkenyl of 5 to 10 
25 carbon atoms, in which one -CH 2 - may also be replaced by -O-, -S-, or -NR' 
where R' is H or an alkyl group of 1 to 12 carbon atorrfs, optionally substituted 
bicycloalkyl of 5 to 10 carbon atoms, optionally substituted tricycloalkyl, 
haloalkyl of 1 to 10 carbon atoms, aryl of 6, 10 or 14 carbVi atoms, 
heterocyclyl, benzyl, optionally substituted benzyl, cycloalkyT of 3 to 8 carbon 
30 atoms or a 3- to 6-membered heterocyclyl ring, optionally ortr\o-fused with an 
optionally substituted phenyl ring ; 
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R b isV an optionally substituted alkyl of 1 to 12 carbon atoms, optionally 
substituted alkenyl of 2 to 12 carbon atoms, optionally substituted alkynyl of 2 
to 12 can\pn atoms, optionally substituted alkadienyl of 4 to 12 carbon atoms, 
optionally \bstituted aryl of 6, 10 or 14 carbon atoms, optionally substituted 
bicycloalkyl \ 5 to 10 carbon atoms, optionally substituted cycloalkyl of 3 to 
10 carbon ato\s in which one -CH 2 - may also be replaced by -O-, -S-, or 
-NR' where R' i^H or an alkyl group of 1 to 12 carbon atoms, optionally 
substituted cycloshkenyl of 5 to 10 carbon atoms in which one -CH 2 - may also 
be replace d by -Q-\s -, or-NR' where R' is H or an alkyl group of 1 to 12 
carbon atoms^^a^tef*6^p or 14 carbon atoms, -S-alkyl, -S-alkenyl, 
-S0 2 aryl of 6, 1o\l4 Sarbon atoms, -S0 2 cycloalkyl, -S0 2 alkyl, -O-aryl of 6, 
10 or 14 carbon atoms, heterocyclyl, benzyl, optionally substituted benzyl, 
cycloalkyl.of 3 to 8 carbon atoms or a 3- to 6-membered heterocyclyl ring, 
optionally ortho-fused with an\optionally substituted phenyl ring ; 

R a R b together with the nitrogen abm to which each is attached represent an 
optionally substituted saturated or\nsaturated heterocyclyl ring from 3 to 12 
ring atoms in which optionally, at leaSrt one -CH 2 - may optionally be 
replaced by -O-, -S-, or -NR where rWh or an alkyl group of 1 to 12 carbon 
atoms, said saturated or unsaturated hef^rocyclyl ring may optionally be aryl 
or cycloalkyl fused; 

R 2 is H, optionally substituted alkyl of 1 to 12 fcarbon atoms, amino, hydroxy, 
alkylthio of 1 to 12 carbon atoms, cyano, carbamoyl, optionally substituted 
alkoxy of 1 to 12 carbon atoms, optionally substiMed cycloalkyl of 3 to 8 
carbon atoms, optionally substituted aryl of 6, 10 dt 14 carbon atoms, 
carboxy, alkoxycarbonyl of 2 to 12 carbon atoms, a\loxy, benzyloxy, thienyl, 
heterocyclyl or halogen; 

R 3 is H, halogen, alkyl of 1 to 12 carbon atoms, alkoxy oVl to 12 carbon 
atoms, aryloxy, -NR°R d , benzyloxy, aralkyloxy, haloalkoxy^f 1 to 12 carbon 
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15 



aVns, alkylthio of 1 to 12 carbon atoms, heterocyclyl, aryl, hydroxy, 
cartWyl, carboxy, alkoxycarbonyl of 2 to 12 carbon atoms, cyano, amino, 
alkylar\no of 1 to 12 carbon atoms, dialkylamino of 1 to 12 carbon atoms, or 
-N 3 ; 

R c is H, aminoVptionally substituted alkyl of 1 to 12 carbon atoms, haloalkyl 
of 1 to 10 carbo\atoms, optionally substituted alkenyl of 2 to 12 carbon 
atoms, optionally substituted alkynyl of 2 to 12 carbon atoms, optionally 
substituted alkadienyW 4 to 12 carbon atoms, optionally substituted 
cycloalkyl of 3 to 1^^pn atoms, in which one -CH 2 - may also be 
replaced by -O-, -S^T^i& where R is H or an alkyl group of 1 to 12 carbon 
atoms optionally substittWWcloalkenyl of 5 to 10 carbon atoms, in which 
one -CH 2 -may.alsobe^l^edby-0-,-S-,or-NR'whereR'isHoran 
alkyl group of 1 to 12 carbon atort^s optionally substituted bicycloalkyl of 5 to 
10 carbon atoms, aryl of 6, 10 or 14>carbon atoms, benzyl , optionally 
substituted benzyl, or heterocyclyl; 

R d is H, amino, optionally substituted alkytof 1 to 12 carbon atoms, haloalkyl 
of 1 to 10 carbon atoms, optionally substituted alkenyl of 2 to 12 carbon 

20 atoms, optionally substituted alkynyl of 2 to 1 2Wbon atoms, optionally 
substituted alkadienyl of 4 to 12 carbon atomsAotionally substituted 
cycloalkyl of 3 to 10 carbon atoms, in which one ^CH 2 - may also be 
replaced by -O-, -S-, or -NR where R is H or an alKyl group of 1 to 12 carbon 
atoms optionally substituted cycloalkenyl of 5 to 10 carbon atoms, in which 

25 one -CH 2 - may also be replaced by -0-, -S-, or -NR w^ere R is H or an 
alkyl group of 1 to 12 carbon atoms optionally substituted b^ycloalkyl of 5 to 
10 carbon atoms, aryl of 6, 10 or 14 carbon atoms, benzyl , optionally 
substituted benzyl, or heterocyclyl; 

30 R c R d together with the nitrogen atom to which each is attached represent an 
optionally substituted heterocyclyl ring from 3 to 8 ring atoms optionally 
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substituted in which one -CH 2 - may also be replaced by -O-, -S-, or -NR' 
whertftR' is H or alkyl of 1 to 12 carbon atoms; 



R 4 is H, optionally substituted alkyl of 1 to 12 carbon atoms, optionally 
substituted alkoxy of 1 to 12 carbon atoms, amino, alkyl amino of 1 to 12 
carbon atonV dialkylamino of 1 to 12 carbon atoms, alkylthio of 1 to 12 
carbon atomsValogen, cyano, carboxy, alkoxycarbonyl of 2 to 12 carbon 
atoms, heteroc\lyl, halogen, carbamoyl, optionally substituted aryl of 6, 10 or 
14 carbon atoms.Vr -CF 3 ; 

provided that when\a) R 1 is diethylamino, R 3 is chloro, R 4 is hydrogen, R 2 is 
not4-trifluoromethylp\finyl, 3,4-dichlorophenyl, 4-chlorophenyl, 3-chloro-4- 
methoxyphenyl; b) R 1 ik diethylamino, R 3 is bromo, R 4 is hydrogen, R 2 is not 
4-trifluoromethylphenyl; o^R 1 is isopropylamino, R 3 is chloro, R 4 is hydrogen, 
R 2 is not 2-benzyloxyphenyi^>r 3,4,5-trimethoxyphenyl; d) R 1 is 
cyclopentylamino, R 3 is cl 

trimethoxyphenyl, 2-napthyl orVstilbene; e) R 1 is 2-amino- 
bicyclo(2.2.1 .)heptyl, R 3 is chloroXR 4 is hydrogen, R 2 is not 3,4,5- 
trimethoxyphenyl and f) R 1 is dietUamino, R 3 is chloro, R 4 is hydrogen, R 2 is 
not 4-trifluoromethylphenyl and g) is 1 ,1 ,1-trifluoroethoxy, R 3 is chloro, R 4 
is hydrogen, R 2 is not 2-chloro-6-fluorta»henyl h) R 1 is -S0 2 ethyl or 
-S0 2 cyclopentyl, R 3 is chloro, R 4 is hydrogen, R 2 is not 2-chloro- 
6-fluorophenyl; i) R 4 is hydrogen, R 2 is^Wro-6-fluorophenyl, R 1 and R 3 are 
not 1 ,2,4-triazole; j) R 1 is cyclohexyl, R 4 isE^&ogen, R 2 is 2,4,6- 
trifluorophenyl, and R 3 is not -OCH 2 O 2 C(0^b) 3 ; k) R 1 is 2-thienyl, R 4 is ethyl, 
R 3 is hydrogen and R 2 is not 2-methoxyphenyWmethoxyphenyl, and 4- 
trifluorophenyl; I) R 2 is phenyl, R 3 is chloro, R 4 IShydrogen R 1 is not (2E)-3,7- 
dimethyl-2,6-octadienyl or a pharmaceutically ac^ptable salt thereof together 
with a pharmaceutically acceptable carrier. 



72. A pharmaceutical composition comprising a compoOind of Formula (I): 
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(I) 



wherein: 

R 1 is selected from the group consis\ing of halogen, an optionally substituted 
alkyl of 1 to 12 carbon atoms, optionally substituted alkenyl of 2 to 12 carbon 
atoms, optionally substituted alkynyl of\to 12 carbon atoms, optionally 
substituted alkadienyl of 4 to 12 carbon atoms, alkoxy of 1 to 12 carbon 
atoms, optionally substituted aryl of 6, 10 oV 14 carbon atoms, -CN, hydroxy, 
halogen, carbamoyl, carboxy, alkoxycarbonykof 2 to 12 carbon atoms, 
heterocyclyl, optionally substituted bicycloalkyW 5 to 10 carbon atoms, 
optionally substituted cycloalkyl of 3 to 8 carboXatoms in which one -CH 2 - 
may also be replaced by -O-, -S-, or -NR' where^R' is H or an alkyl group of 1 
to 12 carbon atoms, thiophene, optionally substituted cycloalkenyl of 5 to 10 
carbon atoms in which one -CH 2 - may alsoB^mpteced by -O-, -S-, or 
-NR' where R' is H or an alkyl group of 1 to 12 carb^rQbs^s, -S-aryl of 6, 10 
or 14 carbon atoms, -S-alkyl of 1 to 12 carbon aton\s,\-S-cycloalkyl of 3 to 8 
carbon atoms, -S-alkenyl of 2 to 12 carbon atoms, -SO^ryl of 6, 10 or 14 
carbon atoms, -S0 2 cycloalkyl of 3 to 8 carbon atoms, -SCfealkyl of 1 to 12 
carbon atoms, -O-aryl of 6, 10 or 14 carbon atoms, and theVnoiety -NR a R b ; 
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R a isV optionally substituted alkyl of 1 to 12 carbon atoms, optionally 
substituted alkenyl of 2 to 12 carbon atoms,- optionally substituted alkynyl of 
2 to 12 aarbon atoms,optionally substituted alkadienyl of 4 to 12 carbon 
atoms, optionally substituted cycloalkyl of 3 to 8 carbon atoms, in which one 
-CH 2 - may\also be replaced by -O-, -S-, or-NR' where R' is H or an alkyl 
group of 1 tAl2 carbon atoms, optionally substituted cycloalkenyl of 5 to 10 
carbon atomsWi which one -CH 2 - may also be replaced by -O-, -S-, or-NR' 
where R' is H okan alkyl group of 1 to 12 carbon atoms, optionally substituted 
bicycloalkyl of 5V 10 carbon atoms, optionally substituted tricycloalkyl, 
haloalkyl of 1 to 10tearbon atoms, aryl of 6, 10 or 14 carbon atoms, 
heterocyclyl, benzyl\>ptionally substituted benzyl, cycloalkyl of 3 to 8 carbon 
atoms or a 3- to 6-me\nbered heterocyclyl ring, optionally ortho-fused with an 
optionally substituted phenyl ring ; 

R b is H, an optionally substituted alkyl of 1 to 12 carbon atoms, optionally 
substituted alkenyl of 2 to 12\arbon atoms, optionally substituted alkynyl of 2 
to 12 carbon atoms, optionallAubstituted alkadienyl of 4 to 12 carbon atoms, 
optionally substituted aryl of 6, X or 14 carbon atoms, optionally substituted 
bicycloalkyl of 5 to 10 carbon atonte, optionally substituted cycloalkyl of 3 to 
10 carbon atoms in which one -ChL may also be replaced by -O-, -S-, or 
-NR' where R' is H or an alkyl group grf 1 to 12 carbon atoms, optionally 
substituted cycloalkenyl of 5 to 10 carbon atoms in which one -CH 2 - may also 
be replaced by -O-, -S-, or -NR' whereV is H or an alkyl group of 1 to 12 
carbon atoms, -S-aryl of 6, 10 or 14 carbon atoms, -S-alkyl, -S-alkenyl, 
-S0 2 aryl of 6, 10 or 14 carbon atoms.^^y^oalkyl, -S0 2 alkyl, -O-aryl of 6, 
10 or 14 carbon atoms, heterocyclyl, benzylteptiShally substituted benzyl, 
cycloalkyl of 3 to 8 carbon atoms or a 3- to 6\embered heterocyclyl ring, 
optionally ortho-fused with an optionally substitMed phenyl ring ; 
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R a R b together with the nitrogen atom to which each is attached represent an 
optional substituted saturated or unsaturated heterocyclyl ring from 3 to 12 
ring atomY in which optionally, at least one -CH 2 - may optionally be 
replaced b\-0-, -S-, or -NR where R is H or an alkyl group of 1 to 12 carbon 
atoms, saidlaturated or unsaturated heterocyclyl ring may optionally be aryl 
or cycloalkyl fused; 

R 2 is H, optionall\substituted alkyl of 1 to 12 carbon atoms, amino, hydroxy, 
alkylthio of 1 to 12\arbon atoms, cyano, carbamoyl, optionally substituted 
alkoxy of 1 to 12 ca\pn atoms, optionally substituted cycloalkyl of 3 to 8 
carbon atoms, optionllJy substituted aryl of 6, 10 or 14 carbon atoms, 
carboxy, alkoxycarbony\of 2 to 12 carbon atoms, aryloxy, benzyloxy, thienyl, 
heterocyclyl or halogen; 

R 3 is H, halogen, alkyl of 1 t\ 12 carbon atoms, alkoxy of 1 to 12 carbon 
atoms, aryloxy, -NR c R d , beniyloxy, aralkyloxy, haloalkoxy of 1 to 12 carbon 
atoms, alkylthio of 1 to 12 carbVi atoms, heterocyclyl, aryl, hydroxy, 
carbamoyl, carboxy, alkoxycarbdnyl of 2 to 12 carbon atoms, cyano, amino, 
alkylamino of 1 to 12 carbon aton\, dialkylamino of 1 to 12 carbon atoms, or 
-N 3 ; 

R c is H, amino, optionally substituted aVyl of 1 to 12 carbon atoms, haloalkyl 
of 1 to 10 carbon atoms, optionally substituted alkenyl of 2 to 12 carbon 
atoms, optionally substituted alkynyl of 2 fb 1 2 carbon atoms, optionally 
substituted alkadienyl of 4 to 12 carboi^Ls^optionally substituted 
cycloalkyl of 3 to 10 carbon atoms, in whicirtese^-CH 2 - may also be 
replaced by-O-, -S-, or -NR where R is H oT&n alkyl group of 1 to 12 carbon 
atoms optionally substituted cycloalkenyl of 5 tcW carbon atoms, in which 
one -CH 2 - may also be replaced by -O-, -S-, orVNR where R is H or an 
alkyl group of 1 to 12 carbon atoms optionally sublMuted bicycloalkyl of 5 to 
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10 ca)bon atoms, aryl of 6, 10 or 14 carbon atoms, benzyl , optionally 
substituted benzyl, or heterocyclyl; 

R d is H, sLino, optionally substituted alkyl of 1 to 12 carbon atoms, haloalkyl 
of 1 to 10®arbon atoms, optionally substituted alkenyl of 2 to 12 carbon 
atoms, optimally substituted alkynyl of 2 to 12 carbon atoms, optionally 
substituted alkadienyl of 4 to 12 carbon atoms, optionally substituted 
cycloalkyl of 3\o 1 0 carbon atoms, in which one -CH 2 - may also be 
replaced by -o\ -S-, or — NR where R is H or an alkyl group of 1 to 12 carbon 
atoms optionally\ubstituted cycloalkenyl of 5 to 10 carbon atoms, in which 
one -CH 2 - may llso be replaced by -O-, -S-, or -NR where R is H or an 
alkyl group of 1 to \z carbon atoms optionally substituted bicycloalkyl of 5 to 
10 carbon atoms, a\l of 6, 10 or 14 carbon atoms, benzyl , optionally 
substituted benzyl, orVieterocyclyl; 

R c R d together with the irrtrogen atom to which each is attached represent an 
optionally substituted heterocyclyl ring from 3 to 8 ring atoms optionally 
substituted in which one -®H 2 - may also be replaced by -O-, -S-, or -NR' 
where R' is H or alkyl of 1 toVl2 carbon atoms; 

R 4 is H, optionally substituted \lkyl of 1 to 12 carbon atoms, optionally 
substituted alkoxy of 1 to 12 caVbon atoms, amino, alkyl amino of 1 to 12 
carbon atoms, dialkylamino ofl to 12 carbon atoms, alkylthio of 1 to 12 
carbon atoms, halogen, cyano^goxy, alkoxycarbonyl of 2 to 12 carbon 
atoms, heterocyclyl, halogen, ca^Jnio>L optionally substituted aryl of 6, 10 or 
14 carbon atoms, or -CF 3 ; 

provided that when: a) R 1 is diethylamino, R 3 is chloro, R 4 is hydrogen, R 2 is 
not 4-trifluoromethyl phenyl, 3,4-dichlorophenyl, 4-chlorophenyl, 3-chloro-4- 
methoxyphenyl; b) R 1 is diethylamino, R^is bromo, R 4 is hydrogen, R 2 is not 
4-trifluoromethylphenyl; c) R 1 is isopropyfemino, R 3 is chloro, R 4 is hydrogen, 
R 2 is not 2-benzyloxyphenyl or 3,4,5-trimetV>xyphenyl; d) R 1 is 
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cyclcWntylamino, R 3 is chloro, R 4 is hydrogen, R 2 is not 3,4,5- 
trimethoVyphenyl, 2-napthyl or 2-stilbene; e) R 1 is 2-amino- 
bicyclo(2Vl .)heptyl, R 3 is chloro, R 4 is hydrogen, R 2 is not 3,4,5- 
trimethoxypkenyl and f) R 1 is diethylamino, R 3 is chloro, R 4 is hydrogen, R 2 is 
not 4-trifluororfejethylphenyl and g) R 1 is 1 ,1 ,1-trifluoroethoxy, R 3 is chloro, R 4 
is hydrogen, R 2 \ not 2-chloro-6-fluorophenyl h) R 1 is -S0 2 ethyl or 
-S0 2 cyclopentyl, is chloro, R 4 is hydrogen, R 2 is not 2-chloro- 
6-fluorophenyl; i) R 4 ^ hydrogen, R 2 is 2-chloro-6-fluorophenyl, R 1 and R 3 are 
not 1 ,2,4-triazole; j) R\js cyclohexyl, R 4 is hydrogen, R 2 is 2,4,6- 
trifluorophenyl, and<^^^-OCH 2 02C(CH3)3 ; k) R 1 is 2-thienyl, R 4 is ethyl, 
R 3 is hydrogen and R^jsrbt 2-methoxyphenyl, 4-methoxyphenyl, and 4- 
trifluorophenyl; I) R 2 is pk^l, R 3 is chloro, R 4 is hydrogen R 1 is not (2E)-3,7- 
dimethyl-2,6-octadienyl or apharmaceutically acceptable salt thereof together 
with a pharmaceutical^ acceptable carrier. 

73. A method for the treatment or prevention of multiple drug resistance 
(MDR) in aWmmal in need thereof which method comprises administering 
to said mammaWi effective amount of a substituted triazolopyrimidine 
derivative or a pha^aceutically acceptable salt thereof. 

74. The method of claim i^wherein the multiple drug resistance (MDR) is 
mediated by p-glycoprotein orMXR. 

75. The method according to Claim /^wherein the substituted 
triazolopyrimidine derivative is a compound selected from those of the 
formula: X 
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wherein: 

R 1 is selected from the g\oup consisting of halogen, an optionally substituted 
alkyl of 1 to 12 carbon atorW optionally substituted alkenyl of 2 to 12 carbon 
atoms, optionally substituted^! kynyl of 2 to 12 carbon atoms, optionally 
substituted alkadienyl of 4 to l\carbon atoms, alkoxy of 1 to 12 carbon 
atoms, optionally substituted aryPof 6, 10 or 14 carbon atoms, -CN, hydroxy, 
halogen, carbamoyl, carboxy, alkoVcarbonyl of 2 to 12 carbon atoms, 
heterocyclyl, optionally substituted b\vcloalkyl of 5 to 10 carbon atoms, 
optionally substituted cycloalkyl of 3 to^ carbon atoms in which one -CH 2 - 
may also be replaced by -O-, -S-, or -NIT where R' is H or an alkyl group of 1 
to 12 carbon atoms, thiophene, optionally^ibstituted cycloalkenyl of 5 to 10 
carbon atoms in which one -CH 2 - may al^o be replaced by -O-, -S-, or 
-NR" where R' is H or an alkyl group of 1 to 12^arbon atoms, -S-aryl of 6, 10 
or 14 carbon atoms, -S-alkyl of 1 to 1 2 carbon items, -S-cycloalkyl of 3 to 8 
carbon atoms, -S-alkenyl of 2 to 12 carbon atomsv -S0 2 aryl of 6, 10 or 14 
carbon atoms, -S0 2 cycloalkyl of 3 to 8 carbon atoms, -S0 2 alkyl of 1 to 12 
carbon atoms, -O-aryl of 6, 10 or 14 carbon atoms, and the moiety -NR a R b ; 

R a is H, optionally substituted alkyl of 1 to 12 carbon atoW optionally 
substituted alkenyl of 2 to 1 2 carbon atoms, optionally substituted alkynyl of 
2 to 12 carbon atoms.optionally substituted alkadienyl of 4 to^ 12 carbon 
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atoms, optionally substituted cycloalkyl of 3 to 8 carbon atoms, in which one 
-CH 2 - mayltao be replaced by -O-, -S-, or -NR' where R* is H or an alkyl 
group of 1 to \ carbon atoms, optionally substituted cycloalkenyl of 5 to 10 
carbon atoms, V which one -CH 2 - may also be replaced by -O-, -S-, or -NR' 
5 where R' is H or \ alkyl group of 1 to 12 carbon atoms, optionally substituted 
bicycloalkyl of 5 toVo carbon atoms, optionally substituted tricycloalkyl, 
haloalkyl of 1 to 10 cWbon atoms, aryl of 6, 10 or 14 carbon atoms, 
heterocyclyl, benzyl, optionally substituted benzyl, cycloalkyl of 3 to 8 carbon 
atoms or a 3- to 6-memWed heterocyclyl ring, optionally ortho-fused with an 
10 optionally substituted phenyl ring ; 

R b is H, an optionally substituted alkyl of 1 to 12 carbon atoms, optionally 
substituted alkenyl of 2 to 12Wbon atoms, optionally substituted alkynyl of 2 
to 1 2 carbon atoms, optionallYsubstituted alkadienyl of 4 to 1 2 carbon atoms, 
optionally substituted aryl of 6,V> or 14 carbon atoms, optionally substituted 
1 5 bicycloalkyl of 5 to 1 0 carbon atoW optionally substituted cycloalkyl of 3 to 
10 carbon atoms in which one -CKb- may also be replaced by -O-, -S-, or 
-NR' where R' is H or an alkyl group\of 1 to 12 carbon atoms, optionally 
substituted cycloalkenyl of 5 to 10 carbon atoms in which one -CH 2 - may also 
be replaced by -O-, -S-, or -NR' wherl R' is H or an alkyl group of 1 to 1 2 
carbon atoms, -S-aryl of 6, 10 or 14 carton atoms, -S-alkyl, -S-alkenyl, 
-S0 2 aryl of 6, 10 or 14 carbon atoms, -SGbcycloalkyl, -S0 2 alkyl, -O-aryl of 6, 
10 or 14 carbon atoms, heterocyclyl, benzy^, optionally substituted benzyl, 
cycloalkyl of 3 to 8 carbon atoms or a 3- to 6*membered heterocyclyl ring, 
optionally ortho-fused with an optionally substituted phenyl ring ; 

R a R b together with the nitrogen atom to which each is attached represent an 
optionally substituted saturated or unsaturated heterocyclyl ring from 3 to 12 
ring atoms in which optionally, at least one -CH 2 Vnay optionally be 
replaced by -O-, -S-, or -NR where R is H or an alkyl group of 1 to 12 carbon 
atoms, said saturated or unsaturated heterocyclyl ring^y optionally be aryl 
or cycloalkyl fused; 
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R 2 is HWionally substituted alkyl of 1 to 12 carbon atoms, amino, hydroxy, 
alkylthio \l to 12 carbon atoms, cyano, carbamoyl, optionally substituted 
alkoxy of Ao 12 carbon atoms, optionally substituted cycloalkyl of 3 to 8 
carbon atomkoptionally substituted aryl of 6, 10 or 14 carbon atoms, 
carboxy, alkoxybrbonyl of 2 to 12 carbon atoms, aryloxy, benzyloxy, thienyl, 
heterocyclyl or hafogen; 

R 3 is H, halogen, alkyNof 1 to 12 carbon atoms, alkoxy of 1 to 12 carbon 
atoms, aryloxy, -NR c R d \enzyloxy, aralkyloxy, haloalkoxy of 1 to 12 carbon 
atoms, alkylthio of 1 to 12>arbon atoms, heterocyclyl, aryl, hydroxy, 
carbamoyl, carboxy, alkoxycarbonyl of 2 to 12 carbon atoms, cyano, amino, 
alkylamino of 1 to 12 carbon a^ms, dialkylamino of 1 to 12 carbon atoms, or 
-N 3 ; 

R c is H, amino, optionally substituted^! kyl of 1 to 12 carbon atoms, haloalkyl 
of 1 to 10 carbon atoms, optionally substituted alkenyl of 2 to 12 carbon 
atoms, optionally substituted alkynyl of 2to 12 carbon atoms, optionally 
substituted alkadienyl of 4 to 12 carbon atWns, optionally substituted 
cycloalkyl of 3 to 10 carbon atoms, in whichVne -CH 2 - may also be 
replaced by-O-, -S-, or -NR where R is H o^an alkyl group of 1 to 12 carbon 
atoms optionally substituted cycloalkenyl of 5 td^O carbon atoms, in which 
one -CH 2 - may also be replaced by -O-, -S-, oVnR where R is H or an 
alkyl group of 1 to 12 carbon atoms optionally substituted bicycloalkyl of 5 to 
10 carbon atoms, aryl of 6, 10 or 14 carbon atoms, benzyl , optionally 
substituted benzyl, or heterocyclyl; 

R d is H, amino, optionally substituted alkyl of 1 to 12 carbVi atoms, haloalkyl 
of 1 to 10 carbon atoms, optionally substituted alkenyl of 2V» 12 carbon 
atoms, optionally substituted alkynyl of 2 to 12 carbon atoms\optionally 
substituted alkadienyl of 4 to 12 carbon atoms, optionally substituted 
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cycloWyl of 3 to 10 carbon atoms, in which one -CH 2 - may also be 
replaced by -O-, -S-, or -NR where R is H or an alkyl group of 1 to 12 carbon 
atoms optionally substituted cycloalkenyl of 5 to 10 carbon atoms, in which 
one -Cf\ may also be replaced by -O-, -S-, or -NR where R is H or an 
alkyl group \ 1 to 12 carbon atoms optionally substituted bicycloalkyl of 5 to 
10 carbon atorW aryl of 6, 10 or 14 carbon atoms, benzyl , optionally 
substituted benzV or heterocyclyl; 

R c R d together with tnk nitrogen atom to which each is attached represent an 
optionally substituted heterocyclyl ring from 3 to 8 ring atoms optionally 
substituted in which oneVjH 2 - may also be replaced by-O-, -S-, or-NR' 
where R' is H or alkyl of 1 to^12 carbon atoms; 

R 4 is H, optionally substituted aWl of 1 to 12 carbon atoms, optionally 
substituted alkoxy of 1 to 12 carbfon atoms, amino, alkyl amino of 1 to 12 
carbon atoms, dialkylamino of 1 to 1£ carbon atoms, alkylthio of 1 to 12 
carbon atoms, halogen, cyano, carboV alkoxycarbonyl of 2 to 12 carbon 
atoms, heterocyclyl, halogen, carbamoyl, optionally substituted aryl of 6, 10 or 
14 carbon atoms, or -CF 3 ; \ 

provided that when: a) R 1 is diethylamino, R 3 is chloro, R 4 is hydrogen, R 2 is 
not 4-trifluoromethylphenyl, 3,4-dichlorophen^l, 4-chlorophenyl, 3-chloro-4- 
methoxyphenyl; b) R 1 is diethylamino, R 3 is brdmo, R 4 is hydrogen, R 2 is not 
4-trifluoromethylphenyl; c) R 1 is isopropylamino.V is chloro, R 4 is hydrogen, 
R 2 is not 2-benzyloxyphenyl or 3,4,5-trimethoxyphe^yl; d) R 1 is 
cyclopentylamino, R 3 is chloro, R 4 is hydrogen, R 2 is i^t 3,4,5- 
trimethoxyphenyl, 2-napthyl or 2-stilbene; e) R 1 is 2-a^nino- 
bicyclo(2.2.1 .)heptyl, R 3 is chloro, R 4 is hydrogen, R 2 is not 3,4,5- 
trimethoxyphenyl and f) R 1 is diethylamino, R 3 is chloro, V is hydrogen, R 2 is 
not 4-trifluoromethylphenyl and g) R 1 is 1,1,1-trifluoroethoxy, R is chloro, R 
is hydrogen, R 2 is not 2-chloro-6-fluorophenyl h) R 1 is -S0 2 etoyl or 
-S0 2 cyclopentyl, R 3 is chloro, R 4 is hydrogen, R 2 is not 2-chloro^- 
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fluorophdnyl; i) R 4 is hydrogen, R 2 is 2-chloro-6-fluorophenyl, R 1 and R 3 are 
not 1 ,2,4-tWole; j) R 1 is cyclohexyl, R 4 is hydrogen, R 2 is 2,4,6- 
trifluoropheV and R 3 is not -OCH 2 0 2 C(CH 3 ) 3 ; k) R 1 is 2-thienyl, R 4 

is ethyl, R 3 is\ydrogen and R 2 is not 2-methoxyphenyl, 4-methoxyphenyl, and 
4-trifluorophenV I) R 2 is phenyl, R 3 is chloro, R 4 is hydrogen R 1 is not 
(2E)-3,7-dimethyta,6-octadienyl 
or a pharmaceutically acceptable salt thereof. 

76. The method according to claim 75 wherein 

R 1 is selected from theVoup consisting of an optionally substituted alkyl of 1 
to 12 carbon atoms, optioltelly substituted alkenyl of 2 to 12 carbon atoms, 
optionally substituted alkynylof 2 to 12 carbon atoms, optionally substituted 
alkadienyl of 4 to 1 2 carbon atoms, optionally substituted aryl of 6, 1 0 or 14 
carbon atoms, optionally substituted bicycloalkyl of 5 to 10 carbon atoms, 
optionally substituted cycloalkyl c\3 to 8 carbon atoms in which one -CH 2 - 
may also be replaced by -O-, -S-, V-NR' where R' is H or an alkyl group of 1 
to 12 carbon atoms, optionally substituted cycloalkenyl of 5 to 10 carbon 
atoms in which one -CH 2 - may also be\replaced by -O-, -S-, or -NR' where 
R' is H or an alkyl group of 1 to 12 carbo\ atoms, -S-aryl of 6, 10 or 14 carbon 
atoms, -S-alkyl of 1 to 12 carbon atoms, -^alkenyl of 2 to 12 carbon atoms, 
-S0 2 aryl of 6, 10 or 14 carbon atoms, -S0 2 cWloalkyl of 3 to 8 carbon atoms, 
-S0 2 alkyl of 1 to 12 carbon atoms, -O-aryl of 6\10 or 14 carbon atoms, and 
the moiety -NR a R b or a pharmaceutically acceptable salt thereof is 
administered. 

77. The method according to claim 75 wherein R a anW each independently 
represent the moiety -C*H(R e )(R f ) where R e and R f independently represent 
an optionally halo-substituted alkyl group of 1 to 12 carbdn atoms where C* 
represents the (R) or (S) isomer or a pharmaceutically acceptable salt thereof 
30 is administered. 
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7s\rhe method according to claim 75 wherein R 2 is optionally substituted 
aryl of>6, 10 or 14 carbon atoms, aryloxy, thienyl, benzyloxy, heterocyclyl or 
haloge\or a pharmaceutical^ acceptable salt thereof is administered. 



79. The mViod according to claim 75 wherein R 3 is halogen, alkyl of 1 to 12 
carbon atoms\alkoxy of 1 to 12 carbon atoms, aryloxy, -NR°R d , benzyloxy, 
aralkyloxy, halo\|koxy of 1 to 12 carbon atoms, alkylthio of 1 to 12 carbon 
atoms, hydroxy, cyano, amino, alkylamino of 1 to 12 carbon atoms, 
dialkylamino of 1 to\2 carbon atoms, or -N 3 or a pharmaceutical^ acceptable 
salt thereof is administered. 

80. The method accord in^to claim 75 wherein R 4 is H, optionally substituted 
alkyl of 1 to 12 carbon atomV optionally substituted alkoxy of 1 to 12 carbon 
atoms, amino, alkyl amino of Vo 12 carbon atoms, dialkylamino of 1 to 12 
carbon atoms, -CF 3 or a pharmaceutical^ acceptable salt thereof is 
administered. 

81. The method according to claim Awherein R 1 is selected from the group 
consisting of an optionally substituted aVyl of 1 to 12 carbon atoms, optionally 
substituted alkenyl of 2 to 12 carbon atorW optionally substituted alkynyl of 2 
to 12 carbon atoms, optionally substitutedVadienyl of 4 to 12 carbon atoms, 
optionally substituted aryl of 6, 10 or 14 carbon atoms, optionally substituted 
bicycloalkyl of 5 to 10 carbon atoms, optionalf^substituted cycloalkyl of 3 to 8 
carbon atoms in which one -CH 2 - may also be replaced by -O-, -S-, or -NR' 
where R' is H or an alkyl group of 1 to 12 carbonWoms, optionally substituted 
cycloalkenyl of 5 to 10 carbon atoms in which oneV-CH 2 - may also be 
replaced by -O-, -S-, or -NR' where R' is H or an aLl group of 1 to 12 
carbon atoms, -S-aryl of 6, 10 or 14 carbon atoms, -d^lkyl of 1 to 12 carbon 
atoms, -S-alkenyl of 2 to 12 carbon atoms, -S0 2 aryl on6, 10 or 14 carbon 
atoms, -S0 2 cycloalkyl of 3 to 8 carbon atoms, -S0 2 alkyl\rf 1 to 12 carbon 
atoms, -O-aryl of 6, 10 or 14 carbon atoms, and the moief^-NR a R b wherein 
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R a R b a\ optionally taken together with the nitrogen to which each is attached 
or a pharmaceutical^ acceptable salt thereof is administered. 

82. The method according to claim 75 wherein R 2 is optionally substituted 
aryl of 6, 10 or\ carbon atoms or heterocyclyl or a pharmaceutical^ 
acceptable salt trWeof is administered. 

83. The method according to claim 75 wherein R 3 is halogen, alkoxy of 1 to 
12 carbon atoms, -NrV , haloalkoxy of 1 to 12 carbon atoms, alkylthio of 1 
to 12 carbon atoms, cyartb, amino, alkylamino of 1 to 12 carbon atoms, 
dialkylamino of 1 to 1 2 carbon atoms, or -N 3 or a pharmaceutically acceptable 
salt thereof is administered. \ 

84. The method according to claim 75 wherein R 4 is H, optionally substituted 
alkyl of 1 to 12 carbon atoms, amik>, alkyl amino of 1 to 12 carbon atoms, 
dialkylamino of 1 to 12 carbon atomV -CF 3 or a pharmaceutically acceptable 
salt thereof is administered. \ 

85. The method according to claim 75 wherein R 1 is selected from the group 
consisting of an optionally substituted alk\of 1 to 12 carbon atoms, optionally 
substituted cycloalkyl of 3 to 8 carbon atoms in which one -CH 2 - may also be 
replaced by-O-, -S-, or-NR' where R* is H oV an alkyl group of 1 to 12 
carbon atoms, optionally substituted cydoalkeVl of 5 to 10 carbon atoms in 
which one -CH 2 - may also be replaced by -O-A^-, or -NR' where R' is H or 
an alkyl group of 1 to 12 carbon atoms, -S-aryl ofte, 10 or 14 carbon 
atoms,-S-alkyl of 1 to 12 carbon atoms, -S-alkenylW 2 to 12 carbon 
atoms,-S0 2 aryl of 6, 10 or 14 carbon atoms, -S0 2 cyctoalkyl of 5 to 10 carbon 
atoms, -S0 2 alkyl of 1 to 12 carbon atoms, and the moiety -NR a R b wherein 
R a R b are optionally taken together with the nitrogen toVhich each is attached 
or a pharmaceutically acceptable salt thereof is adminisWed. 
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86. The me\od according to claim 75 wherein R 2 is optionally substituted 
aryl of 6, 10 oVl4 carbon atoms or a pharmaceutical^ acceptable salt thereof 
is administered. 



87. The method according to claim 75 wherein R 3 is halogen, alkoxy of 1 to 
12 carbon atoms, -NRfR d , haloalkoxy of 1 to 12 carbon atoms, alkylthio of 1 
to 12 carbon atoms, cyVio, or -N 3 or a pharmaceutical^ acceptable salt 
thereof is administered. 

88. The method according tii claim 75 wherein R 4 is H or a pharmaceutical^ 
acceptable salt thereof is administered. 

89. The method according to clafin 75 wherein R 1 is selected from the group 
consisting of an optionally substituted cycloalkyl of 3 to 8 carbon atoms in 
which one -CH 2 - may also be replaced by -O-, -S-, or -NR' where R' is H or 
an alkyl group of 1 to 1 2 carbon atomsVoptionally substituted cycloalkenyl of 
5 to 10 carbon atoms in which one -Chl\ may also be replaced by -O-, -S-, 
or -NR' where R' is H or an alkyl group oM to 12 carbon atoms, -S-aryl of 6, 
10 or 14 carbon atoms, -S-alkyl of 1 to 12 darbon atoms, -S-alkenyl of 2 to 12 
carbon atoms, -S0 2 aryl of 6, 10 or 14 carbon, atoms, -S0 2 cycloalkyl of 3 to 8 
carbon atoms, -S0 2 alkyl of 1 to 12 carbon atoms, and the moiety -NR a R b 
wherein R a R b are optionally taken together with toe nitrogen to which each is 
attached; R 2 is optionally substituted phenyl; R 3 is halogen, alkoxy of 1 to 12 
carbon atoms, -NR°R d , haloalkoxy of 1 to 12 carboy atoms, alkylthio of 1 to 
12 carbon atoms, cyano, or -N 3 ; R 4 is H or a pharmaceutical^ acceptable salt 
thereof is administered. 



90. The method according to claim 75 wherein R 1 is theVioiety -NR a R b 
wherein R a R b are optionally taken together with the nitrogen to which each is 
attached; R 2 is optionally substituted phenyl; R 3 is halogenWoxy of 1 to 12 
carbon atoms, -NR°R d , haloalkoxy of 1 to 12 carbon atoms,\lkylthio of 1 to 
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12 carbon atoms, cyano, or -N 3 ; R 4 is H or a pharmaceutically acceptable salt 
thereoNs administered. 




91 . The meW>d according to claim 75 wherein R 1 is the moiety -NR a R fc 
5 wherein R a R b afcf optionally taken together with the nitrogen to which each is 
attached; 

R 2 is optionally substituted phenyl; 

R 3 is halogen, alkoxy,\^R c R d , haloalkoxy of 1 to 12 carbon atoms, alkylthio 
of 1 to 12 carbon atoms, ^ano, or -N 3 ; 
10 R 4 is H; 

R a is H, optionally substitutedWyl of 1 to 12 carbon atoms, optionally 
substituted alkenyl of 2 to 12 carbon atoms, optionally substituted alkadienyl 
of 4 to 12 carbon atoms, optionally substituted cycloalkyl of 3 to 8 carbon 
atoms, in which one -CH 2 - may alsd\be replaced by -O-, -S-, or -NR' where 

15 R' is H or an alkyl group of 1 to 12 carbon atoms, optionally substituted 
cycloalkenyl of 5 to 10 carbon atoms, inWich one -CH 2 - may also be 
replaced by -O-, -S-, or -NR" where R' isX or an alkyl group of 1 to 12 
carbon atoms, haloalkyl of 1 to 10 carbon atqms, aryl of 6, 10 or 14 carbon 
atoms, heterocyclyl, benzyl, optionally substituted benzyl; R is H, an 

20 optionally substituted alkyl of 1 to 1 2 carbon atoms, optionally substituted 
alkenyl of 2 to 12 carbon atoms, optionally substituted alkadienyl of 4 to 12 
carbon atoms, optionally substituted aryl of 6, 10 or\l4 carbon atoms, 
optionally substituted cycloalkyl of 3 to 8 carbon atoms in which one -CH 2 - 
may also be replaced by -O-, -S-, or -NR' where R' is hU>r an alkyl group of 1 

25 to 1 2 carbon atoms, optionally substituted cycloalkenyl of*5 to 1 0 carbon 
atoms in which one -CH 2 - may also be replaced by -O-, -sk or -NR' where 
R' is H or an alkyl group of 1 to 12 carbon atoms, -S-aryl of 6^10 or 14 carbon 
atoms, -S-alkyl of 1 to 12 carbon atoms, -S-alkenyl of 2 to 12 carbon atoms, 
-S0 2 aryl of 6, 10 or 14 carbon atoms, -S0 2 cycloalkyl of 3 to8 carbon atoms, 

30 -S0 2 alkyl of 1 to 12 carbon atoms, -O-aryl of 6, 10 or 14 carbon atoms; 
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R a R b together with the nitrogen atom to which each is attached represent an 
optionally\bstituted saturated or unsaturated heterocyclyl ring from 3 to 12 
ring atoms ikwhich optionally, at least one -CH 2 - may also be replaced by 
-O-, -S-, or -Nfe' where R is H or an alkyl group of 2 to 1 2 carbon atoms, said 
5 saturated or unsaturated heterocyclyl ring may optionally be aryl or cycloalkyl 
fused; 

R c is H, amino, option\|ly substituted alkyl of 1 to 12 carbon atoms, haloalkyl 
of 1 to 10 carbon atomsWionally substituted alkenyl of 2 to 12 carbon 

10 atoms, optionally substituted alkadienyl of 4 to 12 carbon atoms, optionally 
substituted cycloalkyl of 3 td\8 carbon atoms, in which one -CH 2 - may also 
be replaced by -O-, -S-, or -Xr' where R is H or an alkyl group of 1 to 12 
carbon atoms optionally substituted cycloalkenyl of 5 to 1 0 carbon atoms, in 
which one -CH 2 - may also be replaced by -O-, -S-, or -NR where R is H or 

1 5 an alkyl group of 1 to 1 2 carbon ato^ris optionally substituted bicycloalkyl of 5 
to 10 carbon atoms, aryl of 6, 10 or 1t£ carbon atoms, benzyl , optionally 
substituted benzyl, or heterocyclyl; 

R d is H, amino, optionally substituted alkylof 1 to 12 carbon atoms, haloalkyl 
20 of 1 to 1 0 carbon atoms, optionally substituted alkenyl of 2 to 1 2 carbon 
atoms, optionally substituted alkadienyl of 4 to 12 carbon atoms, optionally 
substituted cycloalkyl of 3 to 1 0 carbon atomsVi which one -CH 2 - may also 
be replaced by -O-, -S-, or -NR where R is H or an alkyl group of 1 to 12 
carbon atoms optionally substituted cycloalkenyl 5 to 10 carbon atoms, in 
25 which one -CH 2 - may also be replaced by -0-, or -NR where R is H or 
an alkyl group of 1 to 12 carbon atoms optionally substituted bicycloalkyl of 5 
to 10 carbon atoms, aryl of 6, 10 or 14 carbon atoms^enzyl , optionally 
substituted benzyl, heterocyclyl; 
R c R d together with the nitrogen atom to which each is attached represent an 
30 optionally substituted heterocyclyl ring from 3 to 8 ring atoms optionally 
substituted in which one -CH 2 - may also be replaced by -o\ -S-, or -NR' 
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where r\s H or alkyl of 2 to 20 carbon atoms or a pharmaceutical^ 
acceptabl\salt thereof is administered. 

92. The method according to claim 75 wherein R 1 is the moiety — NR a R D 
5 wherein R a R b a\optionally taken together with the nitrogen to which each is 
attached; 




10 



-361- 




-362- 




-363- 




-364- 




-365- 




-366- 



,CH 2 CH 2 F 
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R 3 is halogen, alkoxy, -NR°R d , haloalkoxy oM to 12 carbon atoms, alkylthio 
of 1 to1 2 carbon atoms, cyano, or -N 3 ; \ 
R 4 is H or a pharmaceutically acceptable salt thereof is administered. 

93. The method according to claim 75 wherein R 1 is the moiety -NR a R b 
wherein R a R b are optionally taken together with the nitrogen to which each is 
attached and wherein R 1 is selected from 
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^ is optionally substituted phenyl; 
r\ halogen, alkoxy of 1 to 12 carbon atoms, -NR c R d , haloalkoxy of 1 to 12 
carbo\atoms, alkylthio of 1 to 12 carbon atoms, cyano, or -N 3 ; 
R 4 is HV a pharmaceutically acceptable salt thereof is administered. 



94. The method according to claim 75 wherein R 1 is the moiety -NR a R b 
wherein R a R b a\optionally taken together with the nitrogen to which each is 
attached and wherein R 1 is selected from 



\— N(C2H 5 ) 2 , J-NH-V , |— N(CH})2 <-NHQ>H5 

\P»3 




'CH3 



X. 






X, 





CH3 



CH3 H3C 



.CH3 



PH3 
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CH3 




CH3 
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2 is optionally substituted thienyl; 
is halogen, alkoxy of 1 to 12 carbon atoms, -NR c R d , haloalkoxy of 1 to 12 
carbon atoms, alkylthio of 1 to 12 carbon atoms, cyano, or-N 3 ; 
? R 4 is\ or a pharmaceutically acceptable salt thereof is administered. 

CSW 95. The method according to claim 75 wherein said compound selected from 
7-(1-azepanyl)\chloro-6-phenyl[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

10 5-chloro-6-(2,6-difluXpphenyl)-7-(4-methyl-1-piperidinyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 



m 



L-3 

m 



5-chloro-6-(4-methoxyphenV7-(1 -piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

1 5 5-chloro-6-(2-chloro-6-fluorophen^l)-7-(4-methyl-1 - 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyriKjiidine; 

7-(1 -azepanyl)-5-chloro-6-(2-chloro-6-fl^oj-ophenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

20 

5-chloro-6-(2-chloro-6-fluorophenyl)-7-(2-meth>^1- 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 





5-chloro-6-(2-chloro-6-fluorophenyl)-7K44hiomorpholi^yl)[1,2,4]triazolo[1,5- 
25 a]pyrimidine; 

methyl [[5-chloro-6K2-chloro-6-fluorophenyl)[1,2,4]triazolo[l\^-a]pyrimidin-7- 
yl](methyl)amino]acetate; 
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5\hloro-6-(2-chloro-6-fluorophenyl)-N-(1 ,1 ,3,3- 
tetramethylbutyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

Ql 3 7 . (1 .az^nyl)-5-chloro-6-(4-methoxyphenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

7-(1^zepan\6-(4-bromophenyl)-5-chloro[1.2,4]triazolo[1.5-a]pyrimidine; 
5-chloro-7-(1 -pip\ridinyl)-6-[2-(trifluoromethyl)phenyl][1 ,2,4]triazolo[1 ,5- 

a]pyrimidine; 



I'M 



10 6-(4-tert-butylpheny^ 
a]pyrimidine; 

5-chloro-6-(4-methoxyphe^^ -piperidinyl)[1 ,2,4]triazolo[1 ,5- 

a]pyrirnidine; 

15 

5- chloro-6-(4-methoxypheny^ 
a]pyrimidine; 

6- (4-bromophenyl)-5-cN^ 
20 a]pyrimidine; 

5-chloro-6-(3,4-dffl^ 
a]pyrimidine; 

25 5-chloro-6-(2,6-dichlorop^ 
a]pyrimidine; 

5-chloro-6-(2-chlorophenyl)-7-(2-methyl-1-pyrrolidinyl)[1,2,^ 
a]pyrimidine; 

30 
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7-(1-leepanyl)-5-chloro-6-(3-chloro-4-methoxyphenyl)[1,2,4]triazolo[1,5- 
a]pyrimjdine; 

5-chloro-6^3-chloro-4-methoxyphenyl)-7-(4-methyl-1 - 
5 piperidinyl)[l\,4]triazolo[1 ,5-a]pyrimidine; 



o 

33* 



10 



15 



5- chloro-6-(3-chl3to-4-methoxyphenyl)-7-(2-methyl-1- 
piperidinyl)[1 ,2,4]trislzolo[1 ,5-a]pyrimidine; 

6- (4-tert-butylphenyl)-5\loro-7-(2-methyl-1 -piperidinyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-chloro-7-(2-methyl-1-piperidinyl)-6-[3- 
(trifluoromethyl)phenyl][1 ,2,4]triW>lo[1 ,5-a]pyrimidine; 

Diethyl 2-[6-(2,6-difluorophenyl)-5-^hoxy[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7- 
yl]malonate; 

7- (azepanyl)-5-chloro-6-{2-chloro-6-nitrophenyl}[1,2,4}triazolo[1,5- 

20 a]pyrimidine; \ 

5-chloro-6-(2-chloro-6-fluorophenyl)-N-ethyl-^l-(2-methyl-2- 

propenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-N-(2,2,2- trifl^>roethyl)[1 ,2,4]triazolo[1 ,5- 
25 a]pyrimidin-7-amine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-N-[(2,2-dichlorocy^opropyl)methyl]-N- 
methyl[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

30 1-[5-chloro-6-(2-chloro-6-fluorophenyl)[1 ,2,4]triazolo[1 ,5-a]p^imidin-7-yl]-3- 
piperidinol; 
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N-bi^clo[2.2.1]hept-2-yl-5-chloro-6-(3-chloro-4- 
methoWphenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 



5 

5 amine; 



chloro-^,5-difluorophenyl)-N-dodecyl[1,2,4]triazolo[1,5-a]pyrimidin-7- 



5-chloro-7-(4-m^yl-1-piperidinyl)-6-(2,3,6- trifluorophenyl)[1 ,2,4]triazolo[1 ,5- 

a]pyrimidine; 

N-[5-chloro-6-(2,3,6-tri\orophenyl)[1,2,4]triazolo[1 > 5-a]pyrimidin 
isopropylamine; 

5-chloro-N-ethyl-N-(2-methylVpropenyl)-6-(2,3,6- 
trifluorophenyOtl^.^triazolotlValpyrimidin-r-amine; 

N-allyl-5-chloro-6-(2-chloro-6-fluoroV>enyl)-N-(2-methyl-2- 
propenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidi^-7-amine; 

5-chloro-6-(2-chloro-6-fluorophenyl)[1 ^Viazolotl ,5-a]pyrimidin-7-amine; 

S-chloro-e-CS-chloro^-methoxyphenyO-N-cyGloheptylll^.^triazololl.S- 
a]pyrimidin-7-amine; 




5-chloro-6-(3-chloro-4-methoxyphenyl)-7-(3,3-dime^thyl-1- 
25 piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-N-(3-chloropropyl)-N-methyl-6-(2,3,6- 
trifluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

30 7-(1 -azocanyl)-5-chloro-6-(2,3,6-trifluorophenyl)[1 ,2,4]triazoi^[1 ,5- 
ajpyrimidine; 
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5-chl3b-6-(2,6-difluorophenyl)-7-(3 > 6-dihydro-1(2H)- 
pyridinyVl ,2,4]triazolo[1 ,5-a]pyrimidine; 

7-(1-azocai\l)-5-chloro-6-(2,6-difluorophenyl)[1,2,4]triazolo[1,5-a]pyrimidine; 

5-methoxy-6-(2\hloro-6-fluorophenyl)-7-(4-methyl-1- 
piperidinyl)[1 ,2,4]tltjazolo[1 ,5-a]pyrimidine; 

[5-chloro-6-(2-chloro\fluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7- 
10 yl]methanol; 

l-lS-chloro-S^.e-difluoropl^nyOtl^.^triazololl.S-alpyrimidin^-ylH- 
piperidinol; - 

15 5-chloro-7-(4-chloro-1 -piperidinyl)\^-(2,6-difluorophenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-chloro-7-(4-thiomorpholinyl)-6-(2,3,6\ifluorophenyl)[1,2,4]triazolo[1,5- 
a]pyrimidine; 

20 

5-chloro-6K2,6-difluorophenyl)-7-(2,4-dimet\yl-1- 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine 

7-(4-methyl-1-piperidinyl)-5-amino-6-(2-chloro 
25 fluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(2,6-difluorophenyl)-7-(2,5-dihydro-1H-pyrr^l-1- 
yl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

30 5-chloro-6-(2-chloro-6-fluorophenyl)-7-(2,5-dimethyl-2,5-di^ydro-1H-pyrrol-1- 
yl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 
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5-chlor<^6-(2-chloro-6-fluorophenyl)-7-(2-ethyl-1 H-imidazol-1 - 
yl)[1 ,2,4]tnW>lo[1 ,5-a]pyrimidine; 

7-(4-bromo-1-ptoei'idinyl)-5-chloro-6-(2-chloro-6- 
fluorophenyl)[1 ,2\triazolo[1 ,5-a]pyrimidine; 

5- chloro-6-(2-methylp\enyl)-7-(4-thiomorpholinyl)[1,2,4]triazolo[1,5- 
a]pyrimidine; \ 

6- (2-bromophenyl)-N-(sec-^tyl)-5-chloro[1,2,4]triazolo[1,5-a]pyrimidin-7 
amine; \ 

5-chloro^N-ethyl-6-(4-methoxyphe*isiyl)-N-(2-methyl-2- 
propenyl)[1 ,2,4]triazolo[1 ,5- a]pyrimrdin-7-amine; 

5-chloro-6-(4-methoxyphenyl)-7-(4-thior^orpholinyl)[1 ,2,4]tnazolo[1 ,5- 
a]pyrimidine; 

5-chloro-7-(4-chloro-1-piperidinyl)-6-[2- 
(trifluoromethyl)phenyl][1 ,2,4]triazolo[1 ,5-a]pynmidine; 

\ 

5-chloro-6-(2-chloro-6-fluorophenyl)-7-[4-(trifluoromethyl)-1- 
piperidinyl][1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

7- (4-bromo-1-piperidinyl)-5-chloro-6-(2,6-difluorophenyl i |[1 ,2,4]triazolo[1 
a]pyrimidine; 

7-(4-bromo-1-piperidinyl)-5-chloro-6-(2-chlorophenyl)[1,2,4]fi^azolo[1,5- 
a]pyrimidine; 
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5-chloro-\ethyl-N-(2-methyl-2-propenyl)-6-(2,4,6- 
trifluorophefcwl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-chloro-N-isop\pyl-6-(2,4,6-trifluorophenyl)[1 ,2,4]triazolo[1 ,5- a]pyrimidin-7- 
amine; 

5-chloro-7-(4-thiomor^olinyl)-6-(2,4,6-trifluorophenyl)[1,2,4]triazolo[1,5- 
a]pyrimidine; 

7-(1 -azepanyl)-5-chloro-6-(\4,6-trifluorophenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-chloro-6-(2-chloro-6-fluoropheayl)-7-[2-(1 -pyrrolidinyl)-1 -cyclopenten-1 - 
yl][1 ,2,4]triazolo[1 ,5-a]pyrimidine; 




5-chloro-7-(4-isopropyl-1-piperidinyl)-6^(4-methoxyphenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 




5-chloro-7-(2,4-dimethyl-1 -piperidinyl)-6-(4Yethoxyphenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-chloro-7-[ethyl(2-methyl-2-propenyl)amino]-6^- 
nitrophenyl}[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

7-(1-azepanyl)-5-chloro-6-{4-nitrophenyl}[1,2,4]triazolo[1,5-a]pyrimidine; 

\ 

N-bi<^clo[2.2.1]hept-2-yl-5-chloro-6-(2,4,6-trifluorophen^l)[1 I 2,4]tnazolo[1.5- 
a] py ri m id in-7-a m i n e ; 



\ 



5-chloro-6-(2,6-difluorophenyl)-N-(2 > 2,2-trifluoroethyl)[1 ) 2,4]1^iazolo[1,5- 
a] py ri m id i n-7-a m i n e ; 
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5-chlorR6-(2-chlorophenyl)-N-(2,2,2-trifluoroethyl)[1,2,4]triazolo[1,5- 
a] py ri mjd i\7-a mi ne ; 

Q 5-chloro-6-(2\hloro-6-fluorobenzyl)-7-tetrahydro-2-furanyl[1 ,2,4]triazolo[1 ,5- 

fffA 5 a]pyrimidine; 

7-(allylsulfanyl)-5-^iloro-6-(2-chloro-6-fluorophenyl)[1,2,4]triazolo[1,5- 
a]pyrimidine; 

10 5-chloro-N-ethyl-6-mes\yl-N-(2-methyl-2-propenyl)[1 ,2,4]triazolo[1 ,5- 
p a]pyrimidin-7-amine; 



5A# 



15 



5-chloro-N-ethyl-6-(2-metho^yphenyl)-N-(2-methyl-2- 
propenyl)[1 ,2,4]triazolo[1,5-aJpyrimidin-7-amine; 



5-chloro-6-(2-chloro-6-fluoroph^yl)-N-hexyl[1,2,4]triazolo[1,5-a]pyrimidin-7- 



amine; 



5-chloro-7-(4-methyl-1 -piperidinyl)-6^4- 
20 (methylsulfanyl)phenyl][1 ,2,4]triazolo[t,5-a]pyrimidine; 



5-chloro-N-ethyl-N-(2-methyl-2-propenyl^-[4- 
(methylsulfanyl)phenyl][1 ,2,4]triazolo[1,5-a]pyrimidin-7-amine; 



25 N-(sec-butyl)-5-chloro-6-[4-(methylsulfanyl)phenyl][1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 



30 



5-chloro-6-[4-(methylsulfanyl)phenyl]-7-(4-thiomoRpholinyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 
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5-chloro-6-[2,6-dichloro-4-(trifluoromethyl)phenyl]-7-(4-methyl-1- 
piperidi\l)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

7-(1-azepan\)-5-chloro-6-[2,6-dichloro-4- 
5 (trifluoromethy\phenyl][1 ,2,4]triazolo[1 ,5-a]pyrimidine; 



m 



5-chloro-6-(2-chloro-6-fluorophenyl)-7-[(2,2,2- 
trifluoroethyl)sulfanyH[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 



10 5-chloro-6-(2-chloro-6-flCiorophenyl)-7-(4,4-dimethyl-1- 
p piperidinyl)[1 ,2,4]triazolo[^5-a]pyrimidine; 



15 



5-chloro-6-[2,6-dichloro-4-(trifl^ 
propenyl)[1 ,2,4]triazolo[1 ,5-a]pyrirnidin-7-amine; 

\ 

5-chloro-6-[2,6-dichloro-4-(trifluoromethyl)phenyl]-7-(4- 
thiomorpholinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

\ 

5-chloro-6-(3,5-difluorophenyl)-7-(4-methy|-1 -piperidinyl)[1 ,2,4]tnazolo[1 ,5- 
20 a]pyrimidine; 




5-chloro-6-(2-chloro-6-fluorophenyl)-7-(isoprop.Ylsulfanyl)[1,2,4]triazolo[1 ,5- 
a]pyrimidine; 




25 5-chloro-6-(2-chloro-6-fluorophenyl)-7-tetrahydro-2^uranyl[1 ,2,4]triazolo[1 ,5- 
ajpyrimidine; 

4-[5-chloro-7-(4-methyl-1 -piperidinyl)[1 ,2,4]triazolo[1 ,5-J}pyrimidin-6-yl]aniline; 
N-{4-[5-chloro-7-(4-methyl-1 -piperidinyl)[1 ,2,4]triazolo[1 ,5aa]pyrimidin-6- 
30 yl]phenyl}acetamide; 
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[5-chloro-6\2-chloro-6-fluorophenyl)[1,2,4]triazolo[1,5-a]pyrimidin-7-yl]methyl 
acetate; 

/) 3 5-chloro-6-(2-ch^o-6-fluorophenyl)-7-(chloromethyl)[1 ,2,4]triazolo[1 ,5- 
wu5 a]pyrimidine; 

diethyl 2-[6-(2-chloro-6\^uorophenyl)-7-(4-methyl-1 ■ 
piperidinyl)[1 ,2,4]triazoloM ,5-a]pyrimidin-5-yl]malonate; 

10 7-(1-azepanylmethyl)-5-chlorip-6-(2-chloro-6-fluorophenyl)[1 ,2,4]triazolo[1 ,5- 
o a]pyrimidine; 



in 

d 



15 



N-allyl-5-chloro-6-(2-chloro-6-flutfr^)phenyl)-N-hexyl[1,2 I 4]triazolo[1,5- 
a]pyrimidin-7-amine; 



5-chloro-7-(4-methyl-1-piperidinyl)-6-[4^ 
(trifluoromethoxy)phenyl][1,2,4]triazolo[t5-a]pyrimidine; 
5-chloro-7-(4-methyl-1 -piperidinyl)-6-(4-pl^enoxyphenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 



20 



5-chloro-6-(2-chloro-6-fluorophenyl)-N-(cycloDropylmethyl)-N- 
propyl[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; \ 

5-chloro-7-(2-methyl-1 -piperidinyl)-6-(4-phenoxyp|ienyl)[1 ,2,4]triazolo[1 ,5- 
25 a]pyrimidine; 

5-chloro-6-{2-chloro-4-nitrophenyl}-7-(4-methyl-1- 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

30 5-chloro-6-(4-chloro-2,3.5,6-tetrafluorophenyl)-N- 
cyclopentyl[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 
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4-[5-chWo-2-methyl-7-(4-methyl-1 -piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin- 
6-yl]-N,N^dimethylaniline; 

^ 6-(2-chloro-e^luorophenyl)-5-methyl-7-(4-methyl-1 - 

5 piperidinyl)[1 \4]triazolo[1>a]pyrimidine; 



cpt 



15 



5-chloro-6-(2-chl6ym-6-fluorophenyl)-7-[2-(1-pyrrolidinyl)-1-cyclohexen-1- 
yl][1 ,2,4]triazolo[1 Aa]pyrimidine; 



10 5-chloro-6-(2-chloro-6-\uorophenyl)-7-(methoxymethyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 



5-chloro-6-{2-chlbro-4-nitrophenyl}-7-[ethyl(2-methyl-2- 
propenyl)amino][1 ,2,4]triazoloM ,5-a]pyrimidine; 



5-bromo-6-(2-chloro-6-fluorophenyl)-7-(isopropylsulfanyl)[1,2,4]triazolo[1,5- 
a]pyrimidine; 



5-chloro-N-cyclopentyl-6-(4-ethoxy-2,3^5,6- 
20 tetrafluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pvrimidin-7-amine; 



jynrr 

\ 



5-chloro-N-methyl-N-(2-methyl-2-propenylV6-(2,4,6- 
trifluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidi?\r7-amine; 

25 4-bromo-1 -[5-chloro-6-(2-chloro-6-fluoropheny^[1 ,2,4]triazolo[1 ,5-a]pyrimidin- 
7-yl]butyl acetate; 

diethyl 2-allyl-2-{[5-chloro-6-(2-chloro-6-fluorophen\l)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-yl]oxy}malonate; 

30 
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6-(2-chlo\-6-fluorophenyl)-N-ethyl-5-methyl[1 ,2,4]triazolo[1 ,5-a]pyrimidin- 7- 
amine; 

N-butyl^hlor^N-ethyl-6-(2,3,4,5 > 6-pentafluorophenyl)[1 I 2 f 4]triazolo[1,5- 
5 a]pyrimidin-7-amtae; 

6-(2-chloro-6-fluorop\enyl)-5-(difluoromethoxy)-7-(4-methyl-1- 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 



10 5-chloro-6-(2-chloro-6-fludV>phenyl)-7-[(4- 

chlorophenyl)sulfanyl][1 ,2,4JWazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(2-chloro-6-fluorbph\riyl)-7-[(2- 
methoxyphenyl)sulfanyl][1 ,2,4]triazolo[1 ,5-a]pyrimidine; 



15 



5-chloro-6-(2-chloro-6-fluorophenylpN-(1,2,2- 
trimethylpropyl)[1 ,2,4]triazolo[1 ,5-a]pyr(midin-7-amine; 



S-chloro-e^.S^.S.S-pentafluorophenyO-N^I^^- 
20 trimethylpropyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

\ 

5-chloro-6-(2,4,6-trifluorophenyl)-N-(1 ,2,2-trime|hylpropyl)[1 ,2,4]tnazolo[1 ,5- 
a]pyrimidin-7-amine; 

25 5-chloro-6-(4-fluorophenyl)-N-(1 ,2,2- trimethylpropy^[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 

57.bis(4-methyl-1-piperidinyl)-6-(2,4,6-trifluorophenyl)[l\2^ 
a]pyrimidine; 

30 
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5-chloro-6\(2-methylphenyl)-N-(1 ,2,2-trimethylpropyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-Vamine; 

5- chloro-6-(2,4\trifluorophenyl)-N-(1,2,2-trimethylpropyl)[1 ,2,4]triazolo[1 
a]pyrimidin-7-amiW, 

6- (2-bromophenyl)-5^hloro-N-(1 ,2,2-trimethylpropyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; \ 

5-chloro-N-isobutyl-N-(2,2Vtrifluoroethyl)-6-(2 1 4,6- 
trifluorophenyl)[1 ,2,4]triazol^M ,5-a]pyrimidin-7-amine; 

5-chloro-N-isobutyl-6-(2-methylphenyl)-N-(2,2,2- . 
trifluoroethyl)[1 ,2,4]triazolo[1 ,5-a]Vrimidin-7-amine; 



5-chloro-6-(2-chloro-6-fluorophenyl)-l^-(2,2,2-trifluoro-1- 
methylethyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 



5-chloro-6-(2,6-difluorophenyl)-N-(2,2,2-trifluoro-1- 
methylethyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7^mine; 

5-chloro-N-(2,2,2-trifluoro-1-methylethyl)-6-(2,4^- 
trifluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine 



N-allyl-5-chloro-N-isobutyl-6-(2,4,6-trifluorophenyl)[^2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 

5-chloro-N^1,2-dimethylpropyl)-6-(2,4,6-trifluorophenyl)l|,2 ) 4]triazolo[1, 
a]pyrimidin-7-amine; 
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5-chloro-\isopropyl-N-methyl-6-(2,4,6-trifluorophenyl)[1,2,4]triazolo[1,5- 
a]pyrimidinV-amine; 

5-chloro-N-iso^ropyl-N-(2 ,2 ,2-trif luoroethyl )-6-(2 ,4,6- 
5 trifluorophenyl)[-02,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

7-butyl-5-chloro-6-(2\,6-trifluorophenyl)[1,2,4]triazolo[1,5-a]pyrimidine; 

5-chloro-N-(1-phenylethyQ-6-(2,4,6-trifluorophenyl)[1,2,4]triazolo[1 ,5- 
10 a]pyrimidin-7-amine; 

5-chloro-6-(2-chlorophenyl)-N\2,2,2-trifluoro-1 -methylethyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 

15 5-chloro-N-ethyl-N-isobutyl-6-(2,4,6\rifluorophenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-7-hlxyl[1,2,4]triazolo[1,5-a]pyrimidine; 

20 5-chloro-6-(2-methylphenyl)-N,N-bis(2,2,2-tr(fluoroethyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 




25 



30 



5-chloro-N-cyclopentyl-N-methyl-6-(2,3,4,5,6- 
pentafluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7tamine; 

7-butyl-5-chloro-6-(2,6-difluorophenyl)[1,2,4]triazoloN,5-a]pyrimidine; 

5-chloro-N-(1,2-dimethylpropyl)-N-methyl-6-(2,3 ) 4,5,6- 
pentafluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine^ 

5-chloro-6-(2-chloro-6-fluorophenyl)-7-phenyl[1,2,4]triazolo[^5-a]pyrimidine; 
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5-chlorY6-(2-chloro-6-fluorophenyl)-7-(2-methylpropanyl)[1,2,4]triazolo[1,5- 
a]pyrimiaJne; 

5-chloro-6-Vchloro-6-fluorophenyl)-7-pentyl[1,2,4]triazolo[1,5-a]pyrimidine; 

5 \ 

5-chloro-N-(1 ,3rdimethylpropyl)-N-methyl-6-(2,4,6- 
trifluorophenyl)[\,2,4]triazolo[1,5-a]pyrimidin-7-annine; 

5-chloro-6-(2-chlor\-6-fluorophenyl)-7-cyclohexyl[1,2,4]triazolo[1,5- 
10. a]pyrimidine; 

5-chloro-6-(2-bromo-5-^hlorophenyl)-N-(2,2,2-trifluoro-1- 
methylethyl)[1 ,2,4]triazol^[1,5-a]pyrinriidin-7-amine; 

15 5-chloro-6-(2-chloro-6-fluord^henyl)-7-(3,3,3-trifluoropropyl)[1 ,2,4]triazolo[1 ,5 
a]pyrimidine; 

5-chloro-6-(2-chloro-6-fluorophei^yl)-7-(3-methylphenyl)[1,2,4]triazolo[1,5- 
a]pyrimidine; 



20 



25 



[5-chloro-6-(2,4,6-trifluorophenyl)-[1 ,|,4]triazolo[1 ,5-a]pyrimidin-7-yl]-(1 -p- 
tolyl-ethyl)-amine; 

5-chloro-6-(2A6-trifluoro-phenyl)-7-cycl^^^ 

\ 

S-chloro^-cyclohexyl-e^.S^.S.e-pentafluor^phenyOtl^^ltnazolotl.S- 
a]pyrimidine; 



5-chloro-6-(2-chloro-6-fluorophenyl)-7-(4,4-difluor^-1- 
30 piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 
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15 



7-(^cyclo[2.2.1]hept-2-ylamino)-5-chloro-6-{2-fluoro-4- 
nitrophenyl}[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro\{2-fluoro-4-nitrophenyl}-7-(4-methyl-1 -piperidinyl)[1 ,2,4]triazolo[1 ,5- 
5 a]pyrimidine^ 

5-(methylsulfany^)-6-(2-chloro-6-fluorophenyl)-7-cyclohexyl[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

10 [5-chloro-6-(2,4,6-trifl^orophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-yl] (2,2,2- 
trifluoro-1 -phenylethyl)-a\nine; 

5-chloro-N-[1 -(trifluoromethyh)propyl]-6-(2,4,6- 
trifluorophenyl)[1,2,4]triazolo[1,S-a]pyrimidin-7-amine; 



5-bromo-6-(2-chloro-6-fluorophenyl\7-cyclohexyl[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 




6-(2-chloro-6-fluorophenyl)-7-cyclohexyl[^,4]triazolo[1,5-a]pyrimidin-5- 
20 amine; 




[5-chloro-6-(2,4,6-trifluorophenyl)[1,2,4]triazold^1,5-a]pyrimidin-7-yl]-(2- 
methyl-1 -trifluoromethyl-propyl)amine; 

25 5-chloro-7-(3-cyclohexen-1 -yl)-6-(2,4,6-trifluorophen^)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-chloro-7-(1 -cyclohexen-1 -yl)-6-(2,4,6-trifluorophenyl)[1 ,2^]triazolo[1 ,5- 
a]pyrimidine; 

30 
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5-c^Joro-N-[ 



S-crfjoro-N-^IR^^^-trifluoro-l-methylethyll-e^^.e- 
triflutfrophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5- chlor^N-[(1R)-2,2,2-trifluoro-1-methylethyl]-6-(2,4,6- 
5 trifluoropl\enyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

6- (2,4-difluorW)henyl)-5-chloro-N-(2,2,2-trifluoro-1- 
methylethyl)[1 ;2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

1 o 5-chloro-6-(2,6-difluoro-4-methoxyphenyl)-7-(4-methyl-1 - 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(2,6-difluor^4-methoxyphenyl)-N-(2,2,2 : trifluoro-1 ■ 
methylethyl)[1 ,2,4]triazor©[1 ,5-a]pyrimidin-7-amine; 



5-chloro-7-cyclohexyl-6-(2,6^difluoro-4-methoxyphenyl)[1 ,2,4]triazolo[1,5- 
a]pyrimidine; 




5-chloro-6-(2,6-difluoro^-methoxyphenyl)-N-[(1 S)-2,2,2-trifluoro-1 ■ 

\ 

20 methylethyl][1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 



7-cyclohexyl-6-(2,6-difluoro-4-methoxy,phenyl)-5-methoxy[1,2,4]triazolo[1,5- 
a]pyrimidine; 




25 5-chloro-7-(4-fluorocyclohexyl)-6-(2,4,6-trifl\orophenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 



5-chloro-6-(2,6-dichloro-4-fluorophenyl)-7-(3,3,3S! 
trifluoropropyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amTne; 




-394- 



N-(sec-l5^tyl)-5-chloro-6-(2,6-dichloro-4-fluorophenyl)[1,2,4]triazolo[1,5- 
a] py ri m idfn-7-a mine; 



4- {5-chloro-M2,2,2-trifluoro-1-methylethyl)amino][1,2,4]triazolo[1 ,5- 
a]pyrimidin-6-sd}-3,6-difluorophenol; 

5- chloro-7-(3-cyclohexen-1-yl)-6-(2,6-difluoro-4- 
methoxyphenyl)[1 ,\4]triazolo[1 ,5-a]pyrimidine; 



10 5-chloro-6-(2,6-difluor\-4-methoxyphenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7- 
amine; 

5-chloro-N-cyclopentyl-6-(2\6-difluoro-4-methoxyphenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 



15 



5-chloro-6-(2,6-difluoro^-methcwyphenyl)-7-(3,6-dihydro-1(2H)- 
pyridinyl)[1 ,2,4]triazolo[1 ,5-a]pyrLidine; 



5-chloro-6-(2,6-difluoro-4-methoxyphenyl)-7-(4- 
20 thiomorpholinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 



7-(1 -azepanyl)-5-chloro-6-(2,6-difluoro-Ymethoxyphenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

25 5-chloro-6-(2,6-difluoro-4-methoxyphenyiW-(1 ,2,2- 
trimethylpropyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidiiv7-amine; 



30 



5-chloro-6-(2,6-difluoro-4-methoxyphenyl)-N-e1jhyl-N-(2-rriethyl-2- 
propenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-aminei 
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5-chtoro-6-(2,6-difluoro-4-methoxyphenyl)-7-(4- 
fluoroVciohexyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

' 6-(4-{5-chlWo-7-[(2,2,2-trifluoro-1-methylethyl)amino][1 ,2,4]triazolo[1 ,5- 

^yiif^ 5 a]pyrimidin-6WI}-3,5-difluorophenoxy)hexanoic acid; 

2,6-difluoro-4-(2Vioroethoxy)phenyl]-N-(2,2,2-trifluoro-1- 
methylethyl)[1 ,2,4]ftnazolo[1 ,5-a]pyrimidin-7-amine; 

10 5-chloro-N-isopropyl-6^-[(trifluoromethyl)sulfanyl]phenyl}[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 



m 



ru 



15 



5-chloro-N-[4-(trifluoromethyl^Dhenyl]-6-(2,4,6- 
trif!uorophenyi)[1,2,4]triazolo[l)5-a]pyrimidin-7-amine; 

5-chloro-N-(4,4,4-trifluoro-2-methylbutyl)-6-(2,4,6- 
trifluorophenyl)[1 ,2,4]triazolo[1 ,5-a]p^midin-7-amine; 

5-chloro-6-(2,6-difluoro-4-methoxypheny^-7-(3-methyl-3- 
20 butenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 




5-chloro-6-(2,6-difluoro-4-methoxyphenyl)-7-is^butyl[1,2,4]triazolo[1,5- 
a]pyrimidine; 

25 7-cyclopentyl-6-(2,6-difluoro-4-methoxyphenyl)-5-r^|thoxy[1 ,2,4]triazolo[1 ,5- 
a]pyrimidine; 

5-chloro-6-(2-thienyl)-N-[(1 R)-2,2,2-trifluoro-1-methyleth^[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 

30 
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«4-(5-chloro-7-(2,2,2-trifluoro-1 -methyl-ethylamino)[1 ,2,4]triazolo[1 ,5- 
a]^yrimidin-6-yl]-3,5-difluoro-phenol; 

[A {5-chlo\o-6-[2,6-difluoro-4-(2,2,2-trifluoro-ethoxy)-phenyl]-[1 ,2,4]triazolo[1 ,5- 

Qffi 5 a]pyrimid^<3-7-yl}-(2;2,2-trifluoro-1-methyl-ethyl)amine; 

5-chloro-6-{2,Kdifluoro-4-(methoxyphenyl)-N-(2,2,2-trifluoro-1 - 
methylethyl)[1 ,2^triazolo[1 ,5-a]pyrimidin-7-amine; 

1 o (5-chloro-6-{4-[2-(2-eth\oxyethoxy]-ethoxy]-2,6-difluoro- 
p phenyl}[1 ,2,4]triazolo[1 ^ipyrimidin^-yl^-^^-trifluoro-l ■ 

methylethyl)amine; 



(5-chloro-6-{2,6-difluoro-4-[2-(2Viethoxy-ethoxy)ethoxy]-phenyl}- 
1 5 [1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-yV(2,2,2-trifluoro-1 -methylethyl)amine; 

\ ' 

5-chloro-6-[2,6-difluoro^-(3-furan-3-ylmethoxy)phenyl[1,2,4]triazolo[1,5- 
a]pyrimidin-7-yl}-N-(2,2,2-trifluoro-1 -metlwlethyl)amine; 

,20 5-chloro-6-(2,5-difluoro-4-methoxyphenyl)-N^1 ,2,2- 
trimethylpropyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7ramine; 



25 



7-cyclohexyl-6-[2,6-difluoro-4-(2-methoxyethoxy)p^enyl]-5- 
methoxy[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(2-fluoro-4-methoxy-6-chlorophenyl)-N-(2,2,\-trifluoro-1- 
methylethyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 



5-chloro-6-[2,6-difluoro-4-(2-fluoroethoxy)phenyl]-N-ethyl-N-(^-methyl-2- 
30 propenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 
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2-[^(4-{5-chloro-7-[(2,2,2-trifluoro-1 -methylethyl)amino][1 ,2,4]triazolo[1 ,5- 
a]pyriWlin-6-yl}-3,5-difluorophenoxy)ethoxy]ethanol; 

5-chloro-6-te,3-difluoro-4-methoxyphenyl)-N-(2,2,2-trifIuoro-1- 



5 methylethyl)[lS2,4]triazolo[1,5-a]pyrimidin-7-amine; 

5-chloro-6-{4-(2-ffc>oroethoxy)-2,6-difluorphenyl}-N-(2,2,2-trifluoro-1- 
methylethyl)[1 ,2,4]trhazolo[1 ,5-a]pyrimidin-7-amine; 



10 5-chloro-N-(4-chlorobenzxl)-6-(2-chloro-6-fluorophenyl)[1 ,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 

5-chloro-6-(2-chloro-6-fluoroph^nyl)-7-[4-(2-pyridinyl)-1- 
piperazinyl][1 ,2,4]triazolo[1 ,5-a]pyBmidine; 



15 



5-chloro-6-(2-chloro-6-fluorophenyl)-N^1-ethylpentyl)[1,2,4]triazolo[1 ,5- 
a]pyrimidin-7-amine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-7-[4-(2\hlorophenyl)-1- 
20 piperazinyl][1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-7-[4-(4-meth^<yphenyl)-3-methyl-1- 
piperazinyl][1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

25 5-chloro-N-cyclopentyl-6-(2-chloro-6-fluorophenyl)[1 ,2,4^riazolo[1 ,5- 
a]pyrimidin-7-amine; 

5-chloro-7-phenoxy-6-(4-methoxy-phenyl)[1,2,4]triazolo[1,5-llpyrimidine; 
30 5-chloro-N-cyclopentyl-6-(4-methylphenyl)[1 ,2,4]triazolo[1 ,5-a]pytimidin-7- 



amme; 
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5,\diphenoxy-6-(4-methoxyphenyl)[1,2,4]triazolo[1,5-a]pyrimidine; 

5-chlo\N-cyclopentyl-6-(2-chlorophenyl)[1,2 ) 4]triazolo[1,5-a]pyrimidin-7 
amine; 

S-chloro-N.N-^ethyl-e-^-methoxyphenylltl^^ltriazolotl.S-alpyrimidin-? 
amine; 



5-chloro-N,N-diethyl^-[2,4-dichlorophenyl][1,2,4]triazolo[1,5-a]pyrimidin- 
10 amine; 



N-bicyclo[2.2.1]hept-2-yl-5^hloro-6-(2,4-dichlorophenyl)[1,2,4]triazolo[1, 
a]pyrimidin-7-amine; 



1 5 5-chloro-6-(2-chloro-6-fluorophltayl)-7-(1 ,4-dioxa-8-azaspiro[4.5]dec-8- 
yl)[1 ,2,4]triazolo[1 ,5-a]pyrimidiner 

5-cyano-7-(4-methyl-1-piperidinyl)-6-f2-chloro-5- 
fluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimre[ine; 

20 

5-(methylsulfanyl)-7-(4-methyl-1-piperidinylV6-(2-chloro-6- 
fluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-(methylsulfanyl)-7-(4-methyl-1-piperidinyl)-6-(2^hloro-5- 
25 (methylsulfanyl)phenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidjjie; 

5-chloro-7-(1 ,4-dioxa-8-azaspiro[4,5]dec-8-yl)-6-(4- 
methoxyphenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 



30 5-chloro-N-ethyl-N-(2-methyl-2-propenyl)-6-(4- 

(methylsulfanyl)phenyl)[1,2,4]triazolo[1,5-a]pyrimidin-7-amine> 
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^methyl-6,7-di-(4-methoxyphenyl)[1,2,4]triazolo[1,5-a]pyrimidine; 
2-n^tayl-6-phenyl-7-(4-chlorophenyl)[1,2,4]triazolo[1,5-a]pyrimidine; 

CP \ 

A 5 2-trifluoroi^ethyl-6-phenyl-7-(4-methoxyphenyl)[1,2 l 4]triazolo[1,5-a]pynmidine; 

5 ,7-diphenoxy-6^(2-methylpropyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

5-chloro-6-(3,4-diflu^phenyl)-N-(isopropyl)[1,2,4]triazolo[1,5-^^ 
10 amine; 

5-bromo-6-(4-bromophenyl^ 

5-bromo-6-(4-trifluoromethy^^ 
15 a]pyrimidine; 

5-chloro-6-(3,4-difluoropheny^ 
a]pyrimidine; 

20 5-chloro-6-(4-trifluoromethylphenyl)-N-(ethyl)[1^ 
amine; 




7-(1 -azepanyl)-5-chloro-6-(4-tert-butylphenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 

25 ethyl {[5-chloro-6-(2-chloro-6-fluorophenyl)[1 ,2,4]triazolo[1>5-a]pyrimidin-7- 
yl]amino}acetate; 

diethyl 5-chloro-6-(2,6-difluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimic«n-7- 
malonate; 

30 
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5\hloro-6-(2,5-difluorophenyl)-N-(3-methyl-2-butenyl)[1 ,2,4]triazolo[1 ,5- 
a]pynrnidin-7-amine; 

[5-chlorcV(2-chloro-6-fluorophenyl^^^ 
acid methylVester; 

S-chloro-e-C^-difluorophenylH^-ethyl-IH-imidazol-l-yOII^.^triazololl.S- 
a]pyrimidine; 

5-chloro-N,N-diethyl^-[4-(methylsulfanyl)phenyl][1,2,4]triazolo[1,5- 
a]pyrimidin-7-amine; 

ethyl [6-(2-chloro-6-fluorop^nyl)-7-(4-methyl-1-piperidinyl)- [1 ,2,4]triazolo[1 ,5- 
a]pyrimid i n-5-yl]acetate ; 

5-chloro-N-ethyl-N-(2-methyl-2-pr&penyl)-6-(4- 
phenoxyphenyl)[1 ,2,4]triazolo[1 ,5-a]Wimidin-7-amine; 

dimethyl 2-[5-chloro-6-(2-chloro-6-fluorohhenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin- 
7-yl]malonate; 

diethyl 2-{[5-chloro-6-(2-chloro-6-fluorophenyl)EJ ,2,4]triazolo[1 ,5-a]pyrimidin-7- 
y|]oxy}-2-isobutylmalonate; 

2-[5-chloro-6-(2-chloro-6-fluorophenyl)[1,2,4]triazolo^,5-a]pyrimidin-7-yl]-1,3- 
cyclohexanedione; 

2-[5-chloro-6-(2-chloro-6-fluorophenyl)[1 ,2,4]triazolo[1,5-aJpyrimidin-7- 
yl]cyclohexanone; 

5-chloro-7-(3-nitro-4-methylanilino)-6-(2, 4, 6-trifluorophenyl) 
[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 
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# 



AQyclohexyl-6-[2,6-difluoro-4-(2-methoxyethoxy)phenyl]5-(2- 
i*pxyethoxy)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 



d 5 

tfrf 



me^xyet 



7-(3-bromophenyl)-2-ethyl-6-(4-methoxypheny!)[1,2,4]tri 
a]pyrimidine^ 

7-(3-bromophen^6-(3-chlorophe^ 



m 



7-(4-bromophenyl)-2-eth^l-6-[4-(trifluoromethyl)phenyl][1 ,2,4]triazolo[1,5- 

10 a]pyrimidine; 

5-chloro-6-(2-chloro-6-fluorophenyl)-N-(3,4,5- 
trimethoxybenzyl)[1,2,4]triazoloM,5-a]pyrimidin-7-amine; 



7-(2-benzyl-4,5-dihydro-1H-imidazoi^-yl)-5-chloro-6-(2-chloro-6- 
1 5 fluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 



N-4-[5-chloro-6-(2-chloro-6-fluorophenyl)[1>2^,4]triazolo[1 ,5-a]pyrimidin-7-yl- 
N.N-1 -diethyl-1 ,4-pentanediamine; 



20 5-chloro-N-(3-methyl-2-butenyl)-6-phenyl[1 ,2,4]tria^olo[1 ,5-a]pyrimidin-7- 
amine; 



25 



5-dimethylamino-6-phenyl-N-cyclopentyl[1,2,4]triazolo[1\5-a]pyrimidin-7- 



amine; 



5-chloro-7-[(2-furylmethyl)sulfanyl]-6-(4-methoxyphenyl)[1,2,4]triazolo[1 ,5- 
ajpyrimidine; 




6-[1 ,1 *-biphenyl]-4-yl-5-chloro-N-cyclopentyl[1 ,2,4]triazolo[1 ,5-a]pyrin^din-7- 
30 amine; 
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# 



a 




[4-(benzyloxy)phenyl]-5-chloro-N-isopropyl[1 ,2,4]triazolo[1,5-a]pyrimidin-7- 
ine; 



^-N-[(2,2-dichlorocyclopropyl)methyl]-6-(3,4,5- 

£jdt~s trimethoWphenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

N-cyclopentyl^-(2-fluorophenyl)-5-hydrazino[1 ,2,4]triazolo[1,5-a]pyrimidin-7- 
amine; 

10 5-chloro-N-ethyl-6-(2Vnethylphenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 



6-(4-tert-butylphenyl)-5-clijpro-N-isopropyl[1 ,2,4]triazolo[1,5-a]pyrimidin-7- 
amine; 



15 5-chloro-6-[2,6-difluoro^-[(3-methyl-2-butenyl)oxy]phenyl]-N-(2,2,2-trifluoro-1- 
methylethyl)-l[1 ,2,4]triazolo[1 ,5-a]pVimidin-7-amine; 

5-chloro-6-[2,6-difluoro^-(1-propenylo^)phenyl]-N-(2,2 I 2-trifluoro-1- 
methylethyl)-l[1 ,2,4]triazolo[1 ,5-a]pyrimidfo^7-amine; 

20 

5-chloro-N-(3-tricyclo[2.2.1 .0 26 ]hept-1 -yl)-6-(2\^,6- 
trifluorophenyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidin-7-amine; 

5-azido-7-cyclohexyl-6-(2-fluoro-6-chlorophenyl) [1 ,2^4]triazolo[1 ,5- 
25 a]pyrimidine; 



5-azido-6-[2-chloro-6-fluorophenyl]-7-(4-methyl-1- 
piperidinyl)[1 ,2,4]triazolo[1 ,5-a]pyrimidine; 
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2,5-dichfer^7-(4-methyl-1-piperidinyl)-6-[2-chloro-6- 

fluorophenyl][^^]triazolo[1,5-a]pyrimidine or a pharmaceutical^ acceptable 
salt thereof is adrniftistered. 
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